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tlfc [:^>f^^- (Nature), 296#, 659K(1982^)] » NPYtt, ^(K>r^J^—^ 
BB^J®ffl|^tt*^e> pancreatic polypeptide (PP) 5 U -l-Mt"5:ii:*^^e> 

T'jg^^tlS pancreatic polypeptide (PP) ilM^b^® W^^^JBifS-^S^S tl 
^peptide YY(PYY)*^^e>tlT V\5o Zltl^iPP^ T ^ U -(D^^:/^ Ftt^T36M 
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[^-/^ --^^g^;V . . y^-f . —(International journa 
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fc^^^JtT'^y [:7ai::f;^ • b^?-(FEBS Lett.), 271#, 81H (1990^) ], ^ 
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n^':*;i/ • -tJ-^f X>X(J. Biol. Chem.), 270#, 22661M (1995^) ]» Zl®^ 

fiK ^^MB^\tmm^nx\r^rji\f^. YA^mmt. \^ hYi^^ii^cdM^zf 

' Jiy^^iJ. Biol. Chem.), 270#, 26762H (1995^) ]. ^3^^^ 
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3f^>T5 K.5:t?;^;i'7T^ F^^fijc, Kl^^g§WO97/20820-^, ffllS4:i^W097/208 
21-^, HI^<i!^||W097/20822-^, S.tJfBII^^IIW097/20823-^tCttdpf V'U 
, m^^mm98/35MA'^jSc.Xfm^^m^098/Z5957mzitr^ F^#^, HI^^IS 
W098/40356-^tCliT^ y try Hl^^i5tg|W098/24768-^, HI^4i{g§W098 
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725907-^, HI^<i;i^W098/25908-^, 2!ttJfffll^<ii5^W098/27063#{Cli tf^ l/-;!/; 
[0 0 12] 

:^mm0it^mt.m^:^mizmm-t^it^m}i i^xit. gJc^#i¥^^EP882726-^. 

HI^^^W098/01417#. Ki^<^g|W097/40017-^, #l§¥8-301846#<i!i#, #||HS 
54-017932#45{#, #^HS48-054061-i-<i;i#. Sl^ii5ig§W095/04720-^. ;?7:^^ffl# 
ff||l,299,577-tre«l«, HI^<i:^g|W092/15590-t, SI^(^g§W098/06717#, 
^ggW094/14773#, ^H#t^3,932456#M«*if tC|H«$tlTVA-5, L:&^L/35; 

[0 0 13] 

jStt, ^^m> x/utf^/u. m^fjii£(DtpmiiMB. mmm. mmm. mmttm 
, :^)V'i:>mnf£if(^i^m^mBi'j^if(D^mx\immizmm^j^m.m^u^'t^:r. 

}llZS>'S>o 
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z0^m<D-$^izmt.v\i^mmz^iMt. lj&^-nr^-co-t*^*;. x*^-nr^-co-x 

co-xii-NR^-sOg-T'* s_hlBffc^#x^i^©^g*^il«$ „ ±mit^mxit^ 
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i&WLrji^^j\ymxitmi&mrt/}vmit i xi>t2m&.±0 



QltrJl^JU^. r)l^=-Jl&. 7J]/^-jv£, 7)V^)V7)l^=-Jim. i/^U 

)\/^)\/i/^ur}\/^n^^. i/i7U7jf\/^A/rjv^/v£. jkxf7/\/^)]/Tift/i^u 




mummit i x\t2m&,±<Dnm- 



(i 



1 2 



ffiSEi^ 2000-3047006 





11—11 1698 





[0 0 2 0] 

e>^«tiS%g<Z)^li, tP:^(3D^gp^^l?feoT> ±IH-|S^(lV)"r*t>$tiS 



[0 0 2 1] 




[0 0 2 2] 



i5N-rso mpiit. ^mrjv^jii^mtibxit. x^^i/S, n-yntf;!/ 



2000-3047006 
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[0 0 2 3] 

(D^mmnt6--2om. 0tL<m^i6m. j:y^^L<tt6'-i2M, se,{c^^ 

±® ftS® fe® -esg-^-r -5 3 T ^ 5 „ 

[0 0 2 4] 
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tru > K u -f v >r > K u , 3H->f > f u ;i/S, 

^JV/vM. y^^t?-)\yS. •ry^vp=-}i&, 

>Fy-;i/*, >ry^> Fy-;i/«. ^5?^ y ^;i/3^y-;i/S:&ifS: 

[0 0 2 6] 




vy-f—ym. -ivi^y-r-vm. Ci-C2oT;i/3^s/^, ^^-z^^y}\^^)y^-^ 



5":tS> Cy-CgoT^A^^r^O/ffi. ^■xn«T;i/^>H/«, Cy-CgoT^^n/^;!/:^:^ 2/ 

Cg-C2ory-;^?!j;^>J<->n/S. ^^n;g;tj;i/j}?->n/S. Cg-c^o^^^^^'"* 
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MM-^$:-^/uT♦V^T=feJ:V^„ AtbXit. ^>if>;g®«*\ ±SB(Ia) 

, (lb), X^i(Ic)T^3tL-5Mf^:>!Km^«$:mv^-5 3i:*^T'#So ^f^L<l±> 




[0 0 3 1] 

Lli, -NR^-CO-, -CO-NR^-, -NR^-CS-, -CS-NR^-, -NR^-SOg- RXJ^-SO^-M^-i)^ 

uti^x^^o m^Wt.rJl^^sx^tmi&WLriy?]ymtlx^tzmp^±<Dn^m^ 

sz:i:*^T*^5o ^f^L<tt. Lli-NR^-CO-Xti-CO-NR^-T'fey, $e)ic^*b 

-<4i-^G0=4«R^-e^-V^-#^^-^-<ai-HSG-NH-^-^ 
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<, Mi^^nr;b=^^>SttlXtt2MJe<±0gmS5:^LTtNT%)cfcv^ 
[0 0 3 3] 

, T;i/=^i/>i/^^nT;i/^P>^, rji^uyiy^urjv^uyyjv^uym 

^V4- -(CH2)5- -(CH2)6- xitim<Dmmm^. -iyt^m^. xvi.mmmf' 

^^tirJl^Vym m7L\t. -(CH2)2-0-(CH2)2-, -(CH2)2-S-(CH2)2-. 
CH2)2-NR6-(CH2)2-*if) ^;^•AWtLV^„ MfC#lStSgg|^i: LTtt, Mx. 

:^mm. ^m7)\y^}vm. m&ryjvm. mLTj^n^ym. =^j^Wir}\^ 

[0 0 3 4] 

x{i-s-, -0-. -NR^-, -nr5-co-, -nrS-cs- 2^:tK-NR5-so2-*^e>)S;s^*^e>^^^ 

y ttff SIS ^WL/T^^Tt;J:V^o XtLX. ^^L< tt-NR^-CO-X tt-NR^-S 
^•r^^iCtt, Xli±gH-NR^-C0-, -NR^-CS-. JScTJ^-m^SO^- (j^tfi, R^tt±|B 
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^5^;i/5^>rx5^;i/S. s/T/^^;i'S. e/Tyx^;i/S, 

S:?^fig-rS^-^li> Ljb^-NR^-CO-, -NR^-CS-. Xtt-NR^-SOg-*^ ^S^^S^XS^ 



CO 0 3 6] 

Ytt^^l!tl~12'f@©T;i/=3p;i/S, ^^g[6'-'12M<Z)TU -)V 
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[0 0 3 8] 





, x5^;i/^, >^nif;i/S, ^V^ruifA^m. -f^jv 

f-y^;m. ^JV/vm. }^VPA^m. ^yx>f^it)/V)vm, ^yXhVTi/ 

[0 0 3 9] 

I, -f^itvvjvm. :t^V'irv}vm. ^ri/vjis. v:ii^jvts>^^sv jm. 

[0 0 4 0] 

Vjvm. :t^^vv}vm, ^r)/v;um. ii^yh^ym. ^r^vvyt^yfy 

~rcro^4~ri 

^hmmr;v^;vm. i&WLrji^~j]ym. i&mr/v^=.jm. ^xf^mrt^ji 
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[0 0 4 2] 

Ti-zr^)\^m. sec--f^)vm. ten-'f^/im. iy^u'fu\^/vm. 

n:/ntr;i/^^;vs> i^V^vi^^j^m. -^V^'^^^r^m. 

S/Ty^^;i/«. S/Tyx^;i/«, yn7i;i/^A';^5- 
^b^>>x^;vS, S/T.'^^/i/a. e/Tyx^;i.S> iiFD^i/;t5^;v 

[0 0 4 3] 
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[0 0 4 4] 



2 1 



2 0 0 0-3 





11 — 1116 



[0 0 4 5] 





Q\tT)\^^)m. y}\,>T~}im. y)\^^j\^r)\,fT^}\;^^ ^^^u 

j\^^jviy^uTji^jm. iy^uTji^jvr^v^jim. Jknrji^jvT^iy^u 

mm^mLxv^x^^v^, z<o^t>^j^mmmtvxit. yi^mm. njin 

-So 

[0 0 4 6] 
[0 0 4 7] 

T > ^ - ^©IgS^illJg ; 3ir jj. ^ ^ ^ ^^^^^^ ^ ^ ^ ^ ^ ^ ^^^^ ^ 
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, vn>mi^, y^)m&> ha^^s, mmm^. ^x.ym^. 

. x\tif)i9 ^ywtmj^i^o}'^^^^^^^'^^-^*'^'^^^^' ^s*fei:i>^«> 

[0 04 9] 

mo^m^^^^-^^^^ nwrjimm<D±um^ii^^ ±mm^^<^^^(^m.^^ 

2 3 ffiiEi|f2 0 0 0-3 





11-1116 gA> 
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l*^-nr3-co-, -nr3-cs- xji-NR^-sOg-Tfe*;, x*^-nr5-co-, -NR^-CS- X 



tt}lE# 2000-3047006 



i^5p 11-111698 
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(VII) 





e» 1 Bmx$>&. 

[0 0 6 2] 

OH, -COCI, -CSCU Xtt-S02C1^^L, X^^y^ y ^^^^^^.^ M^OT^^M 

Rmtzit. xh^-cooE(Dm^izit. mn<Dm^m. m^uDccm-^. occ/HOBt^, 

/HOBt&, X«WSC^AW*tV.„ ^fc, X2;«,UC0C1, -CSCl, X(i-S02Cl®@-tc 

--sHr^T'^y, ^f*L'<^±l^®*^e>lB^T'feSo 

[0 0 6 3] 

^^<^T ^ J ummthx\t. m^<Dummi>mmx^:s>i^^ protective 

Groups in Organic Synthesis, T.W.Greene, John Wiley & Sons. Inc., 1981 

m:s:0:^m^m^xm^o m^it. bocs©^^, m.m(Di?^e^-t}-y^^^ f.y 
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[0 0 6 4] 

-COOH, -COCl, -CSCU -SOgCltratb, Y tttalBil l^«T'feS] T*^*)$nS<b 

V^T=bJ:V^e )&S> -JK^ : X2-M-X-Y (^tf:, M, X, SlU^ Y liltflBil 
T'«>S) A^A^^^'&m^l*^ -JK^(VII)®^fc^^i:-fi$^:x2-M-X-Y©^b^ 
ifejtSri^-^b. -JK^dXJD^t^^ ( L *^-Nr2-C0-. -NR^-CS-, Xit-M^-SO^-X 

[0 0 6 5] 

L' *^-nr6^-co-, -nr6^-cs- xii-NR^^-sOg-'C'fey. df^r rj^^=^ 
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[0 0 7 0] 

3 5 ffi|E#2 0 0 0-3 




11-11 16 4b 




iT'^S) 0it^<^tm^U -m^(l)(Dit^m (L^bt-CO-NR^-T?^*;. X;b^ 
-NR3-C0-, -NR3-CS-, Xtt-NR^-sOg-T'^^) ?:#S3i:%T'^S. M^HJSfC 
tt. MSODCC^^, DCC/HOBt^. XttWSC^SrJgMI-^ ^ A^T'^S„ ^^Sigg 

[0 0 7 1] 

[ft:2 0] 



9 




(XI) 




[0 0 7 2] 



<mmm 4 > 

63 



71/ 



3 6 
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[0 0 7 3] 

( I ) -e ^ S *V -5 <b-n ^ C^i^^itl* 

[>fb2 1] 





(XII ) 



(^tfi. A, R^^ R^^^ ;Rt?Miit(fiai:l^^t'fe5) T-^S^iS^fc^ 

#»S:^^t-&. i^^MfStCtt. iiS®DCCi^^, DCC/HOBt^S, XmSCm^U^t 




[0 0 7 4] 
[fl:2 2] 



-18^ (XI 1 1) 




(Xffl) 



(^ifi. A, R^ r2^ r^^ r^^^ ]St.x:^Mimmtmmx&')^ u 



3 7 
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#¥11-1116 ^ 
[0 0 7 5] 

#^TCS/S$*Sri:{CJ:oT, -I8^(l)©ff:^% ( L *^-NH-CO-X l±-CO-NB 
[0 0 7 6] 

-ffi^:x2-H-X-Y (^^. xl M, X, Y ttf&iB^ H^T^^^) 

~roir?Ti ~ ^ 



,4 



-a- 



3 8 
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[0 0 7 8] 

1- S r t ic i: o T -^^ -t S r i: T' ^ S o 

[0 0 7 9] 
[0 0 8 0] 



ffiiE^ 2000-3047006 
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• 





[0 0 8 1] 

^mK. ^it^mxm^n^^t^mRz:^^m^&^izm^^ti^^(Dm. mmz 

^M. m&mm. mmmmiUM. amm. ^.^m. mmm. xim^Mi^if^ 
^v^^mmm. mmmf£}f) izmmximm^'&xm^x^^i^K 

[0 0 8 2] 

i^M^iamitmmmmm(Dmmizmi:>xm!i:mm-^mx$>ij. ^<Dmmitmz 



4 0 
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"V«.. 



-H-i^M, mm. w^mm. mmm. ^^^M. mmitm. ^vatm. n-x 
^ y ^m. m^M ' ^n. umm. mmmmm. ^mm. mmm. m.mm. mm 
im. m^m. m^m. mmitm. vmmm. mm. mmm 
mm. ^mm, ^mitm. ^mm. mj^m. ^wlm. ^mm^ mmm. mmmm 
m. ^^M. mum. wmm. u^m. mmim. mm. mmm. mmmmm. 

^mizm\:'Xm:^<Dmmm^Mm^miRv. mm^x^mo:&mKvt^xmm(D 

^^^T'feS±l3®2©MS:l. 0-100% (W/W) , ^f^b<m.0~60% (W/W)i::&S 
J: ^ ICSISg-t S r il ^ S „ 
[0 0 8 3] 



[0 0 8 4] 



ffiiE# 2 0 0 0-3 





11-1116 



TO. 1-100 mg/kgtfj^^^^iz. -Hfe^y-mxiitfeiif^^-r 

SZ.t'^X-^. #^^PlS#0#-^tt, 0.001-10 iig/kgS:-H^;t y-^IgjXiiffc 
[0 0 8 5] 

mmm i : ft-a-^ i - 1 (D^m 

2.00 g®5-T^ /-n-^m^$:25 mL01N-;!K^'ffc::^ h U '^'A}?K^^K^C^*^L> 3.8 
7 gOl-:^:7^rl/>x;l/7i^:r;^^^U K$:}fiD;t. ^Mr'4^^^^L^„ HdSM 

:^s.xj^mm:k^ys^xm^mi. m&rizxmmi.r^. mz. ±mxm^ti^^}i^. 

K (0.73 g) , 0.50 g©3-T^/-9-x^;i/:j!7;i/Av^-;i/$:5.0 mL©-:;;* 

5^;i/jj^>n/AT$ F{c^«?L. 0.45 g®wsc (mmm.) ^mK.mux3mmmni. 

0 g®fb-a^%l - 1 

h-MR (300MHz, DMSO-dg) 61.30 (t, 3H). 1.41 («, 2H) , 1.54 («, 2H) , 2.2 
0 (t, 2H), 2.83 (B, 2H), 4.40 (q, 2H) , 7.16 (dd, IH, ). 7.4-7.8 («, 7H) , 
7.9-8.3 (■, 5H), 8.36 (s, IH) , 8,66 (d, IH) , 9.80 (s, IH) 

FAWS~(i7er560"~(lFHH)+ 
[0 0 8 6] 

mitmmizLx. Mmm2^mmm7 (oit^m^^^Lt^o 

^H-NMR (300MH2, DMSO-dg) 61.2-1.6 (m, 6H) , 1,30 (t, 3H) , 2.20 (t, 2H) , 
2.79 (m, 2H), 4.40 (q, 2H), 7.16 (dd, IH) , 7.4-7,8 («, 7H) , 7.9-8.3 (■, 



4 2 
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5H), 8.39 (s, IH), 8.66 (d, IH), 9.80 (s, IH) 
FAB-MS (m/e) 514 (M+H)"^ 

VnMR (300MHz, DMSO-dg) 81.0-1.4 (■, 8H) , 1.30 (t, 3H), 1.49 (m, 2H) , 
2.25 (t, 2H), 2.77 (m, 2H) , 4.41 (q, 2H) , 7.18 (dd, IH) , 7.4-7.8 (m, 7H) 
, 7.9-8.3 (m, 5H), 8.40 (s, IH) , 8.66 (d, IH) , 9.84 (s, IH) 
FAB-MS (m/e) 541 (M+H)"^ 
[0 0 8 7] 





: it^m 1-4 

^H-NMR (300MHz, DMSO-dg) 6 1.29 (t, 3H) , 2.53 (m, 2H) , 3.11 («, 2H) , 4 
.39 (q, 2H), 7.17 (t, IH), 7.4-7.8 (m, 7H) , 7.9-8.3 (m, 5H) , 8.34 (s, IH 
), 8.68 (d, IH), 9.92 (s, IH) 
FAB-MS (m/e) 472 (M+H)"^ 

mum 5 : it^f^ 1-5 

Ir-NMR (300MHz, DMSO-dg) 6 1.30 (t, 3H) , 1.70 (», 2H) , 2.30 (t, 2H), 2. 
85 (m, 2H), 4.40 (q, 2H) , 7.17 (dd, IH) , 7.4-7.8 («, 7H) , 7.9-8.3 (■, 5 
H), 8.34 (s, IH), 8.67 (d, IH) , 9.82 (s, IH) 
FAB-MS (a/e) 486 (M+H)"^ 
[0 0 8 8] 

mmm e : it^^ 1-6 

^H-NMR (300MHz, DMSO-dg) 6 1.30 (t, 3H) , 1.4-1.7 (», 4H) , 2.26 (t, 2H) , 
2.82 (■, 2H), 4.41 (q, 2H) , 7.17 (dd, IH) , 7.4-7,9 («, 8H), 8.0-8.2 (» 

_ 4H-)---8^37-(s^lB)T-8v42-(d^M)^9v834sT-4H) 



FAB-MS (-/e) 500 (M+H)"^ 

h-Hm (300MHz, DMSO-dg) 6 1.2-1.7 (a, 6H) , 1.35 (t, 3H) , 2.27 (t, 2H) , 
2.84 (■, 2H), 4.26 (q, 2H) , 6.44 (bs, IH) , 7.1-7.7 (■, 6H), 7.84 (s, 1 
H), 7.96 (dd, 2H), 8.20 (■, IH) , 8.27 (d, IH) , 8.40 («, IH) , 8.96 (d, IH 

) 



4 3 
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FAB-MS (m/e) 515 (M+H)"^ 

[0 0 8 9] 
MMM 8 : it^m 1-8 (D^^ 

t?^-i-;U' :t-:r- jf^'r^ - ^^:^hV-m (J. Med. Chem. ^3 5#, 

2 7 2M (1 9 9 3^) mm(D:^mizj:i)mmhr^ii-Boc-6-r^ jju-fuym ( 

7.58 g) . 7.58 g®3-T^ y-9-X5^;i/* ;wt 75 iA.<Ot^ :i^;V:^;uj^y 
^ FtC^«?U 10.4 g(7)WSCigmig$:*IlA^MT'3.5^^M#Lfco H/SMJC:!fc^ 

Z^/Wfk:r.^Jfi/= 1 / 1 ) > 10.3 g®3-(N-Boc-6-r ^ ^ -f T ^ ^ -9- 
X 5^ ;i/ :;f7 ;i/ / 1 ~ ;i/ ^ it , 

[0 0 9 0] 

^e>ti:t3-(N-Boc-6-T^ >':«7:/n-f;i/)r^ y-9-:n5^;i/:j5j;wty-;i, (e.oi g 

) ^ 60 ■L®i;:4-^-9->ic^j|?L, 60 vihcom^moVy^^'^yWL^M^. 

fe^W#f?:3i— r;i/r'gfeofe^, :?Ktc^«?L>t„ ^?R?:lN-}?K^fl:-f- S ij 
[0 0 9 1] 

m^tlt:L6-r^J:fyZfU>(}Vr^J-9-3i^/Vti;i/^l/-}l (530 mg) $:18 .L© 

nu ^^T'3^|^M^b;t, Hl*MJC;!K$:ill^, 10% i7 my myi^mm 

(mmm: i^UUtUlA/':/^^ J-;i=Q 6 / 4) , 236 ugOjt-^i^l- 8 $:# 
^H-NMR (300MHz, CDCI3) 8 1.2-1.7 (., 6H) , 1.31 (t, 3H), 2.31 (t. 2H), 3 



ffilE#2 0 0 0-3 0 




# 
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.34 (m, 2H), 4.17 (q, 2H) . 7.0-7.2 (m, 3H) ,7.22-7.46 (m, 3H) , 7.60 (brs, 
IH), 7.87 (dd, IH). 8.06 (dd, Ifl) , 8.20 (d, IH) , 8.51 (m, IH) , 8.59 (d, 
IH), 9.01 (d, IH) 

FAB-MS (m/e) 428 M"^ 
[0 0 9 2] 

HSfeM 9 : ^t^m 1 - 9 (D^m 

' ' ' y-y-'f T7^>r-SS> 833K (1924) <D:&m 

lcj;»;M$3bfc6-nhn-i,2,3,4-7^h^ii Kn:j!j>«/7tV^->n/ (5.04 g) S:50 nL 
CDT-fe h>lC^»t, 2.25 gOyym^tiJ V ^ 8.45 g0j:^fl:-f y^nif>n/5: 

M^. 5or;icjnmbT3^Ka^Lfeo Rj^WiK7!(.^lja^. «fmbfctfci^S:*«) 

, 2.60 gm-^ V:fU\^}]y-6-- hn -1,2,3 A-^-h'^i^}^ UiJ Ay A)/- fly ^nf=. 

„ #p>ti7tN->f vyatr;v-6--ha-i,2,3,4-5^h^i:: KDA;wty-;i/ (2.6O 

g) srioo MiLff)mwtKmmv. 2.75 gomdi^mx. boxzizmuhx smmuw 

ptr;i,_6-y * y-i, 2,3,4-^ h^t Fn;!j;i/Ay-;i/S:^^. 
[0 0 9 3] 

5.43 gC[)6-T^ 7*::^n>^:*^>'l'XX-x;i/mm*a. 6.78 g<Di-f-y^v 
yyc^;Vi^-}l^UV K, 3.03 gCD b U x5";i/T^ >S:50 mLCDP ^ UU :^ ^ yiZ 

/@^^x5^;i/=7/3) . 5.50 g(D6- (i-:?-7 i/>:^;i/ji^->n/) r^J^zfu 

ym:^^f\^^y^^J^^"^^-o #e>n7b6- (l-Th^tJiW^::^;!/^^-;^) r^JiJ':f 

(3.35 g) ^ >'->«/lc^jS?L/> 20 ■L(DlN-:?K^'fb-^b 



4 5 
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# 





[0 0 9 4] 

±iaT'#f>tlO-^y^nhf;i/-6-T^7-l,2,3,4-^h^fc KO;57;wti/-;i. ( 

228 mg) , ±l3T*#&tifc6- (i-:^^^ T% ;i)-:tuym (32 

1 mg) , DCC (226 Bg) , HOBt (153 mg) $:3 mLODDMFlC^^L, ^^1? 1 2^^ 
SgC (^l^?g:'\^•!^>/B^^al^;^= 7 / 3) , 250 mgODff:-&% 1 - 9 

o 

1h-NMK (300MH2. CDCI3) 6 1,1-1,6 (m, 6H) . 1,52 (d, 6H) . 1.7-2.0 («, 4H) 

, 2.15 (t, 2H), 2.54-2.76 (m, 4H) , 2.86 (m, 2H) , 4,52 (sep, , IH) , 5,33 ( 

t, IH), 7.1-7.7 (m, 6H), 7.90 (d, IH) , 8.01 (d, IH) , 8.23 (d, IH) , 8,68 
(d, IH) 

FAB-MS (m/e) 532 (M+H)+ 
[0 0 9 5] 

1 0 : 1-10 0-^^ 

. ^'^y\^XT^^yi^ymi^^)^Ui^.^ z^MXXZ^nm^-htz.^. lOO mL0 

~^(^^^-^M\Jij)\rn-^f^^7\7^^ 

[0 0 9 6] 

#e)*i^N-x5^;i/:^;bAv^-;i/-3-:;57;i/5jf>^ (4.78 g) - - 

:f^^A%y-i-J\^'fT^7sV^)m. ^4 0^, 2 64 3M (1 9 9 7^) BMcD^m 

i^^^^JmmbfcLco-^-Boc-r^j^y^jir^y (4.04 g) . Da (4.32 g) , ho 

Bt (3.06 g) S:50 mimmzmmU ^UVe^mMWLt^o ^/SMS:5igL, 

^mizm^ 3iym7f^^m%:ta^. mm:i^^}ux'mmLr^. mmm^mmmmTi^ 



ffilE# 2000-3 047006 
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[0 0 9 7] 

98 mg) tmmi^V^J^ (310 mg) 5:2 mL®DMFlC^«?U ;t ^ O 
U F (45 -L) iiMX. ^MT'S^^^^bfco S.mm\zyi^^Ua:^Xt^i^UU:f^ 

Ifl-NMR (300MHz, CDClg) : 6 1.3-1.9 (m, 6H) , 1.50 (t, 3H), 2.98 (s, 3H) , 3 
.29 («, 2H), 3.58 (■, 2H) . 4.39 (q, 2H) , 4.50 (t, IH) , 6.34 (t, IH) . 7.2 
0-7.30 («, IH), 7.4-7.6 («, 3H) . 7.92 (dd, IH) , 8.16 (d, IE), 8.58 (d, 1 
H) 

FAB-MS (-/e) 401 M"^ 
[0 0 9 8] 

rnt^m 1 1 : it-^^ 1-11 

^-NMS-(300MH^T-CPei3)-:-6-l-76 ^, 3n. J - 7.4nz), H 4-l^-^T^0fl)T^44- 
(t, 3H). 2.9-3.0 (■, 2H), 3.2-3.4 (-, 2H) , 3.53 («, 2H) , 4.38 (q, 2H) , 
4.48 (brs, IH). 6.44(brs, IH), 7.2- 7.6 («. 4H) , 7.90 (dd, IH) , 8.15 (d. 
IH), 8.57 (d, IH) 
FAB-MS (-/e) 430 (M+H)"^ 
[0 0 9 9] 

Mm 1 2 : it-^m 1-12 



ai|E# 2 0 0 0-3 





1 1-1 116 




^H-NME (300J1HZ, CDCI3) : 6 0.87 (t, 3H) , 1.4-1.7 (m, 15H) , 1.44 (t. 3H) , 
2.90 (■, 2H), 3.13 («, 2H), 3.53 (m, 2H) , 4.3-4.5 (m, 3H) , 6.4 (brs, IH 
), 7.2- 7.6 (m, 4H), 7.94 (dd, IH), 8.18 (d, IH) , 8.57 (d, IH) 
FAB-MS (n/e) 500 (M+H)"^ 

mmm 1 3 : it^m 1-13 

^H-NMR (300MHz, CDCI3) : 61.3-1.9 (m, 6H) , 1.36 (d. 6H), 1.43 (t, 3H) , 3 
.1-3.24 (m, 3H), 3.52 (m, 2H) , 4.3-4.5 (m, 3H) , 6.50 (br, IH) , 7.2- 7.6 
(«, 4H), 7.92 (dd, IH), 8.12 (d, IH) , 8.57 (d, IH) 
^ FAB-MS (m/e) 430 (M+H)"^ 
[0 10 0] 

m^mm 1 4 : ^t^m 1-14 

^H-NMR (300MH2, CDCI3) : 8 1.3-1.7 (m, 6H) , 1.42 (t, 3H) , 3.06 (br, 2H) , 
3.48 (b, 2H), 4.38 (q, 2H), 4.9 (br, IH) . 6.35 (br, IH), 7.2- 7.7 (m, 6H 
), 7.8-8.0 («, 5H), 8.18 (d, IH), 8.43 (d, IH) , 8.56 (d, IH) 
FAB-MS (n/e) 514 (M+H)* 

mmm 1 5 : it^m 1-15 

^H-NMR (300MH2, CDCI3) : 6 1.4-1.8 (m, 6H) , 1.44 (t, 3H) , 3.02 («, 2H) , 3 
.49 («, 2H), 4.38 (q, 2H), 4,9 (br, IH), 6.40 (br, IH) , 7.2- 7.6 (n, 7H) 
# , 7.8-8.0 (■, 3H), 8.18 (d, IH) , 8.57 (d, IH) 
FAB-MS (m/e) 464 (M+H)+ 
[0 10 1] 

1 6 : 1-16 
lMir(300MHz, CDCI3) :61.4-lX(iBr6H)7l.45 (t, 3H), 2.90 (■, 2Hyr3~ 
.42 («, 2H), 4.39 (q, 2H) , 6.3 (br, IH), 6.40 (br, IH) , 7.2- 7.7 (■, 6H) 
, 7.92 (dd, IH), 8.08 (dd, IH), 8.18 (dd, IH) , 8.28 (dd, 1H),8.48 (d 
d, IH), 8.54 (d, IH), 9.04 (dd, IH) 
FAB-MS (m/e) 515 (M+H)"^ 

mmm 1 7 ^^^^ 1 - 1 7 

^H-NMR (300MHz, CDCI3) : 6 1.2-1.5 (», 6H) . 1.38 (t, 3H) , 2.8-2.9 (., 2H) 



4 8 
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, 2.84 (s, 6H), 3.33 (m, 2H) , 4.30 (q, 2H) , 5.34 (t, IH) , 6.56 (t, IH) , 
7.1- 7.5 (n, 7H), 7.92 (dd, IH) , 8.07 (d, IH), 8.20 (d, IH) , 8.33 (d), 8 
.58 (d, IH) 

FAB-MS (m/e) 557 (M+H)"^ 
[0 10 2] 

mmm i s : it^m i - 1 8 

^H-NMR (300MHz, CDCI3) : 6 1.11 (d, 6H) , 1.4-1.7 (m, 6H) , 1.45 (t, 3H) , 2 
.34 (Sep., IH), 3.29 (m, 2H) , 3.54 (■, 2H), 4.39 (q, 3H) , 5.65 (br, IH) 
, 6.42 (br, IH), 7.2- 7.6 (m, 4H) , 7.91 (dd, IH) , 8.14 (d, IH) , 8.58 (d, 
IH) 

FAB-MS (a/e) 394 (M+H)"^ 

1 9 : ffc-^i^ 1-19 
^H-NMR (300MHz, CDCI3) : 6 1. 0-1.8 (b, 16H) , 1.40 (t, 3H) , 2.0-2.1 (m, 1 
H), 3.29 (m, 2H), 3.41 («, 2H) , 4.38 (q, 2H) , 5.64 (t, IH) , 6.48 (t. IH) 
, 7.2- 7.6 (m, 4H), 7.94 (dd, IH) , 8.18 (d, IH) , 8.60 (d, IH) 
FAB-MS (m/e) 434 (M+H)"^ 
[0 10 3] 

mmm2 o : ^t-^t^i- 2 0 

h-Hm (300Mflz, CDCI3) : 8 1.4-2.0 («, 21H) , 1.45 (t, 3H) , 3.27 (m, 2H) , 
3.52 (■, 2H), 4.36 (q, 2H) , 5.70 (br, IH) , 6.60 (br, IH) , 7.2- 7.6 (■, 4 
H), 7.94 (dd, IH), 8.18 (d, IH) , 8.59 (d, IH) 
FAB-MS (n/e) 486 (M+H)"^ 



h-M'R (300MHz, CDCI3) : 6 1.4-1.9 (■, 6H) , 1.45 (t, 3H) , 3.45-3.60 (m, 4 
H), 4.39 (q, 2H), 6.40 (br, IH) , 6.42 (br, IH) , 7.2- 7.6 (■, 7H), 7.70-7 
.80 (■, 2H), 7.90 (dd, IH) , 8.12 (d, IH) , 8.56 (d, IH) 
FAB-MS (m/e) 428 (M+H)"^ 
[0 10 4] 

Mm2 2 : 2 
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h-MR (300MHz, CDCI3) : 6 1.41 (t. 3H), 1.5-1.9 («, 6H) , 3.50- 3.60 (m, 
4H), 4.30 (q, 2H), 6.30 (br, IH) , 6.42 (br, IH) , 7.1- 7.6 (m, 8H) , 7.80- 
7.90 (b, 3H), 8.06 (d, IH) , 8.28 (dd, IH) , 8.51 (d, IH) 
FAB-NS (m/e) 478 (M+H)"^ 
mMm2 3 : 3 

^H-NMR (300MHz, CDCI3) : 6 1.43 (t, 3H) , 1.5-1.6 (a, 2H), 1.6-1.8 («, 4H) 
, 3.45-3.60 (n, 4H) , 4.36 (q, 2H) , 6.60 (t, IH) , 7.08 (t, IH) , 7.2- 7.3 
(«, 2H), 7.37 (d, IH), 7.43 (d, IH) , 7.50 (dd), 7.86 (dd, IH) , 8.08 (d, 
IH), 8.16 (ddd, IH), 8.53 (d, IH) , 8.61 (d, IH) , 9.10 (d, IH) 
FAB-MS (m/e) 429 (M+H)"^ 

[0 10 5] 
MMm2 4 : it^mi - 2 4 

^H-NMR (300MBZ, CDCI3) : 6 1.35-1.50(«, 2H) , 1.36 (t, 3H) , 1.50-1.70 (a, 
4H), 2.74 (s, 6H), 3.10 (m, 2H) , 3.46 (m, 2H) , 4.28 (q, 2H) , 4.90 (br, 1 
H), 6.78 (br, IH). 7.21 (dd, IH) , 7.31 (d,lH), 7.37 (d, IH) , 7.46 (dd, 1 
H), 7.92 (dd, IH), 8.08 (d, IH) , 8.59 (d, IH) 
FAB-MS (n/e) 431 (M+H)"*" 
[0 10 6] 

mmm 2 5 : ^t-^^ 1-25 ©-^^ 

J:SB> HMMl 0®:3?^Si?#e>tifcN-x^;p-3- ico-r ^ / ^y^/ir ^ J 
3jfn;i/) -:fyjijiir-;i (162 ag) i:>r > K-;i/-5-;!j;i/3jf>il (95 mg) , DCC ( 
103 ag) , HOBt (77 mg) ^3 mL®DMF{C^j!j|L, ^iST' 2 4 ^I^^^U^o Ej^ 



^^■9->/g^^x^;b= 7/3) , 250 ag^fb-^ifel - 2 5 
^H-NMR (300MHz, CDCI3) : 6 1.43 (t, 3H), 1.5-1.6 (a, 2H) , 1.64-1.80 (a, 4 
H), 3.50-3.60 (a, 4H) , 4.58 (q, 2H) , 6.37 (br, IH) , 6.45 (br, IH) , 6.54 
(br, IH), 7.20-7.38 (a, 4H) , 7.42 (d,lH), 7,49 (ddd, IH) , 7.63 (dd, IH) , 



5 0 
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7.89 (dd, IH), 8.08 (d, IH) , 8.11 (d, IH) , 8.42 (br, IH) , 8.58 (d, IH) 
FAB-MS (m/e) 467 (M+H)"^ 
[0 10 7] 

mmm 2 6 : it^m 1-26 

h-MR (300MHz, CD3OD) : 6 1.41 (t, 3H) , 1.46-1.82 (m, 6H) , 3.40-3.52 (m, 
4H), 4.30 (q, 2H), 7.22 (ddd, IH) , 7.44-7.. 56 (n.SH), 7.78 (d, IH) , 7. 

88 (dd, IH), 7.93 (dd, IH) , 8.04 (d, IH) , 8.35 (s, IH) , 8.57 (d, IH) 

FAB-MS (m/e) 469 (M+H)"^ 
[0 10 8] 

mmmz i \t^m 1-27 ®-^^ 

^??rTlCj3VNT, 5.29 g(Z)r^>^X^;i/^:tx5^;i/T^>tC1.00 E(Di-ry^v 

FS:^«¥tfcr-fe h-hU>'^?^120 mLS:?gTb, ^MT'2H 

#Lfc„ ;KffrM$:^ET-eW^bfe^> ^W^ic500 -LCTK^tin;^. t^^u 

[0 10 9] 

l/>^;^3^^~>«^T^ >'x^;i/5^:4-x^;i/r^> (600 -g) . 
mmi o§B«©:&^T*#e)nfcN-x5^;v:^>n/>'tv^-;i/-3-:«j;i/3j?>^ (459 -g) 

, \ASZ^mM. (560 Mg) , hUx5^;i/r^> (0.30 mL) S:3 ■L^DMFK:^*?^, 



(?§il?K:'^^-9->/8^B^^^>'^='7/3) , 600 mf^O^^^f^ 1 - 21 ^ 



Ifl-NMR (300MHz, CDCI3) : S 1.40 (t, 3H) , 2,50-2.65 (■, 4H), 3. 11 (q, 2H) 
, 3.51 (q, 2H), 4.32 (q, 2H) , 5.81 (t.lH), 6.74 (t, IH) , 7.20-7.64 («, 



2000-3047006 
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7H), 7.82-7.91 (m, 2H), 7.88 (dd, IH) , 8.01 (d, IH) , 8.23 (d, IH) , 8.53 
(d, IH), 8.68 (d, IH) 
FAB-MS (n/e) 532 (M+H)"^ 
[0 110] 

MMM 2 8 : it^!^ 1-28 

h-MR (300MH2. CDCI3) : 8 1.42 (t. 3H) , 3.15 (q. 2H) , 3. 30-3.40 («, 4fl) 
, 3.54 (q, 2H), 4.35 (q, 2H) , 5.54 (t.lH), 6.66 (t, IH) , 7.20-7.60 (m, 7 
H), 7.86-7.96 (m. 2H) , 7.88 (dd, IH) , 8.06 (d, IH) , 8.23 (d. IH) , 8.56 ( 
d, IH), 8.68 (dd, IH) 
FAB-MS (m/e) 516 (M+H)"^ 
[0 111] 

mmm 2 9 : it-^/^ 1-29 

^H-NMR (300MH2, CDCI3) : 5 1.35 (t, 3H) , 2.80-2.90 (m, 4H) , 3.05-3.15 (., 
2H), 3.55-3.65 (b, 2H) , 4.26 (q, 2H) , 7.18 (dd, IH) , 7.28 (d, IH) , 7.36 
(d, IH). 7.40-7.56 (a, 6H) , 7.84-7.91 (m, 2H) , 7.86 (dd, IH)), 7.88 (d, 
IH), 8.06 (d, IH), 8.22 (dd, IH), 8.63 (d, IH) , 8.68 (dd, IH) 
FAB-MS (m/e) 515 (M+H)"^ 

mmm 3 0 : ^^i^ 1-30 

1h-NMR (300MHz, CDCI3) : 6 1.39 (t. 3H) , 2.41 (t, 2H) , 2.49 (t, 2H) , 2.99 
(t, 2H), 3.49 («, 2H), 4.32 (q, 2H) , 6.80 (t, IH) , 7.18 (dd, IH), 7.32- 

IH), 8.60- 8.68 (■, 2H) 
FAB-MS (a/e) 529 (M+H)"^ 
[0 112] 

mmm 3 1 .• -ft-a-^j 1 - a 1 

^H-NMR (300MHz, CDCI3) 6 1.36 (t, 2H) , 1.40-1.60 (m, 4H) , 2.92 (., 2H), 
3.34 (■, 2H), 4.28 (q, 2H) . 5.71 (t, IH) , 6.56 (t, IH) , 7.20 (dd, IH) , 
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7.27 (d, IH), 7.30-7.70 (m, 6H) , 7.80-7.90 (a, 2H) , 8.03 (d, IH) , 8.18 ( 
d, IH), 8.24 (d, IH), 8.51 (d, IH), 8.68 (dd, IH) 
FAB-MS (n/e) 500 (M+H)"^ 

3 2 : it^^ 1-32 
h-MR (300MHz, CDCI3) 6 1.2-1.7 (m, 6H) , 1.44 (t, 3H) , 2.92 (m, 2H) , 3. 
38 (m, 2H), 4.38- (q, 2H) , 5.04 (t, IH) , 6.31 (bs, IH) , 7.26 (m, IH) , 7. 
4-7.7 («, 6H), 7.91 (m, 2H) , 8.03 (d, IH) , 8.18 (d, IH) , 8.25 (d, IH) , 8 
.56 (d, IH), 8.66 (dd, IH) 
FAB-MS (a/e) 514 (M+H)"^ 

[0 113] 
^jgM3 3 : it-k^l-S 3 

^H-NMR (300MHz, DMSO-dg) 8 1.1-1.5 (m, 8H) , 1.32 (t, 3H) , 2.79 (m, 2H) , 
3.20 (», 2H), 4.48 (q, 2H) , 7.26 (t, IH) , 7.52 (dd, IH) , 7.60-7.80 («, 5 
H), 7.90-8.40 (■, 2H), 8.06-8.18 (m, 2H) , 8.18-8.24 (m, 2H) , 8.40 (t, IH 
), 8.60-8.72 (n, 2H) 
FAB-MS (a/e) 528 (M+H)"^ 

mnm 3 4 : -fb-a-^ 1-34 

h-MR (300MHZ, CDCI3) 6 1.22 (d, 3H) , 1.24-1.58 («. 6H) , 1.45 (t, 3H) , 
2.92 (■, 2H), 4.28 (sep. IH) , 4.42 (q, 2H) , 5.02 (t, IH,), 5.86 (d, IH) , 
7.26 (ddd, IH), 7.4-7.7 (m, 6H) , 7.910-7.96 («, 2H) , 8.03 (d, IH) , 8.1 
8 (d, IH), 8.26 (d, IH) , 8.58 (d, IH) , 8.68 (dd, IH) 
FAB-MS (-/e) 528 (M+H)"^ 

» 



5 : it^^ 1-35 

6 . 04 g® trans-4-T ^ ^ :^^A/l/ ^ U^^^y:^ Jl^-^yfk^ INtK^^I::^ h U 1? A 

yi^mw.i^^fi'i^^ 8.71 g(Z)i-f-7^ i/>x>n/j^— ;i/^^n u K?:*n^. ^?aT*3^ 
r^y^ny^yrs. K (2.57 g) 5:20 mi© b;i/x>ic^iS?b, 1.6 nL<Dpy3L-;v 



5 3 
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■!i^7.^V}irP\^. 1.0 mL® h Ux5^;i/7^ >S:iD;t. lOX^X'ZmmMWLtco 

/^7nn3j>;i/A= 1/5 o)i^mMV. 1.09 g(D4 Vt/T^- h^^tzo 
[0 1 15] 

#e)tlfc>f yS/T:f- h?:40 mL® h;i/X>JC^jgU, 1.5 nKDM^Wtii^'r L 

fc^, 15 ■L®s;^^;1/;Jn;1/AT^ KC^i!j?L/, 0.76 g® (9-a:^;i/^;wt 
)-3-:*;i/jK>^ii0.6l gtDWSCm^M^rillATgia-eao^^M^Lfco R/SIRICtK 

/2)'e«§gU, 0.31 sCDit^mi- 3 5 

^H-NMR (300MH2, CDCI3) 6 0.8-1.0 (m, 2H) , 1.0-1.3 («, 3H) , 1.35 (t, 3H) , 
1.6-2.0 (m, 4H), 2.70 (■, 2H) , 3.83 (m, IH) , 4.27 (q, 2H) , 5.48 (bs, IH 

), 5.63 (bs, IH), 7.1-7.7 (■, 8H) , 7.8-8.3 (m, 5H) , 8.69 (m, IH) 

FAB-MS (M/e) 540 (M+H)"^ 
[0 116] 

HifeM 3 6 : 1-36 (D^m 

"D7nT90-giD^--<l=±^^r>~>X^I?7K;^-)-r^^ 

[0 117] 

^iZ^ 150 Bg(D:^miti^ h V J^izmm^^~fiZi5\t^X 10 mL®7^ h^t Kn:7 
^^SriUx., 240 -g®^^;*^;!/, :&t;f/s5^n-9-^ ^;i/XiS(Heterocycles), 45 
585K (1997^) lCi3«®:&^lCj: y#f>tife9-a:^;i/-r h^t Kn:^7;W1 
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nD3^;i/A) {cj:y5W|gb> 518 mg©(9-x^;i/-4-ii K^^i/:iJ;l/Ay-;^)-3- 
#e>tlfc(9-x5^>n/-4-t: Kndp^>5!jA.;tv^->a/)-3-r;i/-7=li K (500 mg)S: 5 mL 
(DT-fe 870 v^s(0mW.i3 ^) "0 h.. 260 ag® 3 'i^ifc;^ 5^;i/$rin;i, ^ 

^T'2^^^^bfco ig:jS?«tlC7KS:illAT@^^x^;i/T?*fflb, ^«M$:M7K«S 
h^i/:;t;;wt!/-;i/)-3-T;i/-rt: F5:#:t. 

#^tlfe(9-X^;i/-4->l h;^i/:*;i/7^l/-A/)-3-r;i'7^11 F (502 ms)^ 1 -L© 

r-feh^ic^jsib, 600 as(Dm'^yfsym.i]')'^i^^M^x2^m^^^w^h 

T-eW^l/^ ^W%$:»^^^>'^*'^Silg^l^'^ 348 »g®(9-X^^.-4-;l h:^r 

#e)tlfe5- (1-^73? 7 '<i>^;i/r ^ >378 .gi:348 -g® 

(9_x5^;p-4-:>L |. d|f 2/:*;i/Av^-;i/)-3-:;?7;V3j^>^S:3 mL©S^';)l5^;i/3J^-n/Ar ^ 
V\zmmh^ 247 ■g®WSCi&MiSS:iIlAT^ta-e3^^m^bfco ^JClC, ^fSfgt 



- (gf^x^;i///\ 1/2) T'«$gb, 96 mg^fb-^il^ 1 - 3 6 S:#fe 

o 

^H-NMR (300MHz, CDCI3) 61.2-1.6 (■, 6H) , 1.44 (t, 3H) , 2.92 («, 2H) , 3 
38 (■, 2H), 4.02 (s, 3H) , 4.35 (q, 2H) , 5.24 (bs, IH) , 7.2-7.6 (■, 7H) , 
7.9-8.3 («, 6H), 8.67 (■, IH) 
FAB-MS (m/e) 544 (M+H)"^ 
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[0 118] 

mm 3 7 : it^^ 1-37 
300 mL©:?KlC 11.3 g©3-ll Kn ^$y-4-:i!j;i/3}f^i/7a:-;i/fc K^$;>, 21 g® 
h y ^7Ai:67.7 mL©S/^ n /v^rl^y > $:ilI;iT, lOO'CT'SO:^}'^!!^ Lfc 

-g-L/T, K^y^di.s g)ic200 mL® by 7;i/:tnS^^$:j(ili;t 

UiJ JV A)/- /U-6-:ij JU:^:y mo Um^mi. 82 g)S:^3to 

#e)tlfc^-^^(2.05 g)S:60 mLOT "fe h >{C^iS?L. 3.0 g®:!K^>fb:;J7 y 

- (B^^a:5^;I//^^■^^> = 12/85~25/75) {CJ:y5|iSgL, 1.27 g<Z)5-:n h :^ 

t/'T-h^n Kn:*;wty-A-6-;?;;i/;K>agx^;i/x:7.7^;i/i:0.77 gcD7-a:h^ 
X h^ii Kn:*;i/A!/-;i/-6-:;!7;b3K>gfex5^A/xx7^;i/$:T;i/;!jyjtI 

->^/-6-;^7;^J^f>^Srfl§v^T. ^liHSSMS 6 i:|^:mj&^?£{cj;y'fb-^ifel -3 

^H-NMR (300MH2, CDCI3) 6 1.2-1.5 (m, 12H) , 1.7-2.0 (m, 4H) , 2.6-2.7 («, 
4H), 2.90 (■, 2H), 3.33 («, 2H) , 4.00 (q, 2H) , 4.19 (q, 2H) , 5.08 (t, IH 

IH), 8.24 (d, IH), 8.37 (s, IH), 8.66 (d, IH) 
FAB-MS (a/e) 561 
[0 119] 

MM 3 8 : ft-a-^ 1-38 

;i§M3 7T*#^tlfc7-x Kn;(7;i/Av^-;i/-6-:^;i/;J?>^S:8 a 

L® h;i/X>{C^«PL., 2.14 g®ijr n^x;i/S:Mx., 2^|S30:$)-. H 



ffiSEilf 2000-3047006 




m 
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- (Bt^x-?^;!/) Jc<fcy5|t^b, 336 mg®9-x^;i/-5-x ^:^>>:^J;wtv^-;l/-6- 
ffl v^T, =^ttlli66M 3 6 i: mU^J^:^mizi: »J 1-38 ^mtco 

^H-NMR (300MHz, CDCI3) 6 1.2-1.7 (n, 12H) , 2,92 («, 2H) , 3.38 (m, 2H) , 4 
.24-4.40 (m, 4H) , 4.86 (t, IH) , 6.81 (s, IH) , 7.2-7.6 (n, 7H) , 7.90 (dd, 
IH), 8.02 (d, IH). 8.14 (t, IE), 8.24 (dd, IE), 8.66 (d, IB) 
FAB-MS (m/e) 558 (M+B)* 

mms 9 :it^mi-s 9 

MMS 7T?^ejtlfc5-Xh^i/5^h^t Kd?57;i/A'v'-;i/-6-:*j;i/3K>^x5^ 
;^x;^.5^;l/^Mv^T, mtmmms 7i:|^#^^^lc<J;y>ffc-a-«fell-3 9$:#fc 

^E-NMR (300MHz, CDCI3) 6 1.2-1.7 (■, 6H) , 1.42 (t, 3H) , 1.55 (t, 3H) , 2. 
92 (m, 2H), 3.38 («, 2H) , 4.22 (q, 2H) , 4.37 (q, 2E) , 5.07 (bs, IB), 7.2 
2 (dd, IH), 7.3-7.7 (m, 6H) , 7.92 (dd, IB), 8.02-8.16 (m, 3E) , 8.25 (dd, 

IB), 8.66 (dd, IH) 
FAB-MS (m/e) 558 (M+B)"^ 

[0 12 0] 

;JgM4 0 : -ffc-^Jfell - 4 0 

;JIM3 7T'#e>tifc5-xb^$/-r b^t: Kn:?!j;i/Av^->n/-6-*;i/:e?>^x^ 
Itr ^l ^ 1-40 



^H-NMR (300MHz, CDCI3) 6 1.2-1.5 (■, 6H) , 1.26 (t, 3B) , 1.42 (t, 3B) , 1. 
8-2.0 («, 4H), 2.71 (m, IB), 2.91 (», 4H) , 3.32 (m, 2H) , 4.02 (q, 2H) , 4 
.12 (q, 2B), 5.06 (bs, IB), 7.09 (d, IE), 7.5-7.6 (■, 3H) , 7.8-8.1 (■, 4 
H), 8.25 (dd, IB), 8.67 (dd, IB) 
FAB-MS (M/e) 562 (M+E)"^ 
[0121] 



5 7 
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mmm4: i : 1 

MMMS 6<D:^mr'm^tir^it^l^l-3 e (63 mg) ^2 mL(Di?^UU:^^y 
1 / 2 ) -vmm 30 mgOffc-^!^ 1-41 

VnMR (SOOMHz, CDCI3) 6 1.2-1.6 («, 6H) , 1.43 (t, 3H) , 2.90 (m, 2H) , 3. 
30 (m, 2H), 4.29 (q, 2H) , 4.98 (t, IH) , 6.35 (bs, IH) , 6.79 (d, IH) , 7.2 
-7.7 (m, 8H), 7.91 (d, IH) , 8.04 (d, IH) , 8.24 (d, IH) , 8.42 (d, IH) , 8. 
65 (d, IH) 

FAB-MS (m/e) 530 (M+H)"^ 
[0 12 2] 

mmm 4 2 : ^t^i^ 1-42 

^H-NMR (SOOMHz, CDCI3) 6 1.2-1.7 (■, 6H) , 1.42 (t, 3H) , 2.94 (■, 2H) , 3. 
36 (m, 2H), 4.24 (q, 2H) , 4.79 (bs, IH) , 6.55 (bs, IH) , 6.86 (s, IH) , 7. 
1-7.7 (■, 6H), 7.9-8.1 (a, 2H) , 8.11 (s, IH) , 8.26 (dd, IH) , 8.65 (d, IH 
) 

FAB-MS (m/e) 530 (M+H)"^ 
[0 12 3] 

mmi^S-rit^m^ — ^H3 

h-MR (300MHz, CDCI3) 6 1.2-1.7 (■, 6H) , 1.42 (t, 3H) , 1.80-2.00 (■, 4H 
), 2.63 («, 4H), 2.89 (a, 2H) , 3.28 (■, 2H) , 3.93 (q, 2B), 4.89 (t, IH) , 
6.43 (t, IH), 6.77 (s, IH) , 7.45 (s, IH) , 7.5-7.7 («, 3H) , 7.92 (dd, IH 
), 8.05 (d, IH), 8.25 (dd, IH) , 8.65 (d, IH) 
FAB-MS (m/e) 534 (M+H)"^ 
mMm4 4 : it^^l - 4 4 



ffilE#2 0 0 0-3 0 
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Ifl-NMR (300MHZ, CDCI3) 61.2-1.7 (m, 9H) , 1.7-2.0 (m, 4H) , 2.6-2.7 (m, 
2H), 2.92 (■, 2H), 2.94-3.02 (m, 2H) , 3.28 (m, 2H) , 4.02 (q, 2H) , 4.75 ( 
br, IH), 6.10 (br, IH) , 6.68 (d, IH) , 6.98 (d, IH), 7.4-7.7 («, 3H) . 7.9 
2 (dd, IH), 8.06 (dd, IH) , 8.28 (dd, IH) , 8.68 (dd, IH) 
FAB-MS (m/e) 534 (M+H)"^ 
[0 124] 

P^-i-ju-yi-^' ^^iJ^- ^y^^rv^^-^^ 8 0 9M (1 9 2 6) 0:^m 
icj:yMSSbfci,2,3,4-^h^ii Kn:!57>n/Ay-;i/-6-*;i/>J<>m^5^>n/X7.5^ 

Jl (460 -g) 5:2.5 mL(Z)DMFlC^«¥b, 0.3 mL0 J; ^^fcX^;K 120 mg®*^^^ 

N-x^ ,2,3,4-7" h ^ t Kn ^>a//'? i/->^-6-:^;i/7j?>m^ ^;i/xx5";i/S:# 

fee 

[0 12 5] 

r^ic. 480 iig(Z)N-x^A.-l,2.3,4-7^b^t:FD:*;i/A!/-;i/-6-:«;;vJi?>m^^ 

mm^M^> 400 ■ig®N-x^;i/-i,2,3,4-xh7H Fn:«j>n/>'tv^-;i/-6-*;i/jJ<> 
^S:#fe. #e>nfeN-x^;i/-i,2,3,4-5"h^t Kn:i7>n/A'v^->n/-6-:&;i/j)?>^ 



JVr^y (100 -g) > WSC (68 mg) 5:2 ■L®DMFtC?§«?b, mUX4mmM^h 

^nvh^^7>f-T'5|tSgb (^I8?K: ^^nai^>n/A/»Mx5">'i/=9 5/5) 

. 50 mgOit^m 1-45 ?:#fco 

Ifl-NMR (300MHz, CDCI3) 61.2-1.5 (m, 6H) , 1.33 (t, 3H) , 1.7-2,0 («, 4H) , 

5 9 miii^2 0 00-3 0 
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2.65-2.57 (b, 4H), 2.91 (m, 2H) , 3.31 (b, 2H) , 4.09 (q, 2H) , 4.88 (t, 1 
H), 6.11 (t, IH), 7.2-7.3 (b, 1H) , 7.5-7.7 (m, 4H) , 7.9-8.0 (m, 2H) , 8.0 
8 (dd, IH), 8.25 (d, IH), 8.68 (dd, IH) 
FAB-MS (B/e) 518 (M+H)"^ 
[0 12 6] 

6 : 6 

^H-NMR (300MHz, CDCI3) 61.20-1.34 (tt, 2H) , 1.4-1.6 (b, 4H) . 2.94 (■, 2 
H), 3.39(B, 2H), 3.88 (s, 3H) . 4.90 (t. IH) , 6.25 (t, IH) , 7.20-7.3 5(., 
IH), 7.38-7.45 (b, 2H) , 7.48-7.66 (b, 4H), 7.90-7.96 (b, 2H) , 8.06 (dd, 
IH), 8.14 (dd, IH), 8.28 (dd, IH) , 8.55 (d, IH) , 8.67 (dd, IH) 
FAB-MS (a/e) 499 M"^ 

Mmm4 7 : it^mi - 47 

^H-NMR (300MHz, CDCI3) 61.20-1.34 (b, 2H) , 1.4-1.6 (b, 4H) , 1.70 (d, 6H 
), 2.92 (b, 2H), 3.39(b, 2H) , 4.95 (t, IH) , 5.01 (sep. , IH) , 6.26 (t, IH 
), 7.20-7.3 5(B, IH), 7.4-7.7 (b, 6H) , 7.86-7.96 (b, 2H), 8.04 (d, IH) , 
8.15 (d, IH), 8.26 (dd, IH), 8.56 (d, IH) , 8.67 (dd, IH) 
FAB-MS (B/e) 528 (M+H)"^ 

[0 12 7] 
MMm4 8 : it^mi - 4 8 

VnMR (300MHz, CDCI3) 6 0.95 (t, 3H) , 1.2-1.6 (b, 8H) , 1.60 (b, 2H) . 2. 
-92-(b, 3.41(B, 2H77^rtrrmr479T- (t, IH) , 6.2 r-(t, IH) , 7 .2 0^ 

7.3 5(b, IH), 7.4-7.7 (b, 6H) , 7.88-7.96 (b, 2H) , 8.05 (d, IH) , 8.14 (d, 

IH), 8.26 (dd, IH), 8.55 (d, IH) , 8.67 (dd, IH) 
FAB-MS (B/e) 542 (M+H)"^ 
MMm4 9 : jt^i^l - 4 9 

IH-NMR (300MHz, CDCI3) 61.20-1.40 (b, 2H) , 1.4-1.6 (., 4H), 2,96 (■, 2H 
), 3.40 (b, 2H), 3.80 (t, 2H) , 4.51 (t, 2H) , 5.05 (t, IH) , 6.38 (t, IH) , 
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7.20-7.30 (m. IH) . 7.45-7.70 («, 6H) , 7.90-8.00 («, 2H) , 8.06 (d, IH), 
8.14 (d, IH), 8.27 (dd, IH) , 8.58 (d, IH) , 8.69 (dd, IH) 
FAB-MS (m/e) 544 (M+H)"^ 

[0 12 8] 
MMM 5 0 : it^^ 1-50 

1h-NMR (300MHZ. CDCI3) 61.36 (d, 6H), 1.80-2.00 (». 4H) , 2.70-2.80 (m. 
4H). 3.18 (sep. IH), 3.28 (s, 3H). 3.36 («, 2H) , 3.62 (t, 4H) , 3.69(«, 4 
H), 4.20 (t. 3H), 4.58 (brs, IH) , 6.58 (brs. IH), 7.28 (d, IE), 7.58 (dd 

, IH), 7.96 (d, IH) 
FAB-MS (m/e) 465 M"^ 

5 1 : -fb-a-^ 1-51 
Ih-NMR (300MHZ. CDCI3) 61.33 (t, 3H) , 1.80-2.00 (-. 4H), 2.70-2.80 («. 
4H), 2.94 (s, 3H), 3.34 (m, 2H) , 3.63 (t. 2H) , 3.69(.. 4H) . 4.09 (q, 2H) 
, 4.91 (brs, IH), 6.56 (brs, IH) . 7.27 (d, IH) , 7.59 (dd. IH) . 7.97 (d, 

IH) 

FAB-MS (m/e) 407 M"^ 
[0 12 9] 

m^m 5 2 : it^m 1-52 

1h-NMR (300MHZ, CDCI3) 8 1.35 (d, 6H) . 1.80-2.00 (-. 4H) , 2.70-2.80 («, 
4H), 3.16 (sep. IH), 3.33 (-, 2H), 3.63 (t, 4H) , 3.69(«, 4H), 4.08 (q, 2 
H), 4.58 (t, IH), 6.64 (brs, IH) , 7.27 (d. IH) , 7.59 (dd, IH) , 7.97 (d. 

IH) 



^AB=MS-tin/^)-^5-M 

5 3 : it-^^ 1-53 
1h-NMR (300MHZ, CDCI3) 6 1.80-2.00 («, 4H) . 2.70-2.80 (., 4H) , 2.94 (s, 
3H), 3.29 (s, 3H), 3.33 («. 2H), 3.60-3.74 (-. 8H) , 4.20 (t, 2H), 4.92 ( 
brs, IH). 6.59 (brs, IH) , 7.29 (d. IH) . 7.60 (dd. IH) , 7.96 (d, IH) 
FAB-MS (n/e) 437 M"^ 
[0 13 0] 
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r, M/S:?KS:?^jp^, Wk-^^mLxmiH^VfzLtm^m^. 410 Bg®;^?;!//^^^- 

;i/-3-:*;i.>Jf>^S:#;to ^?,tlfc;«j;i/Ay-;i.-3-;J7;bJi<>^ (205 mg) , ^Jg 

wsc (192 mg) ^5 «L0DMF{c^«? mux' 3 mmmwht^. S,mmiZ7i^^Mx. 

ML mmm: i^nnj}x;i/A/^^y-;i,= 9 5/5) ^ 123 «g©ffc^#,3-(i 

^H-NMR (3001fflz, DMSO-dg) S 1.16-1.30 (., 2fl) , 1.3-1.48 (., 4H) . 2.79 («. 
2H), 3.15(«, 2H), 7.21 (ddd, IH) , 7.39 (ddd, IH) , 7.46-7.54 (m, 2H) , 7. 
60-7.74 (a. 3H) , 7.89 (dd, IB), 7.94 (t. IH) , 8.06-8.16 (m, 3H) , 8.21 (d 
d, IH), 8.31 (t, IH), 8.62 (d, IH) , 8.66 (dd, IH) , 11.54 (s, IH) 
FAB-MS (m/e) 486 (N+H)"^ 
[0 13 1] 

5 5 : ft-^fe 1-54 

=-J\y):ijJlA)/-;v (70 «g) 0.3 mL<DP:i^nyr'^ hT ^ Kill.O mKDT^ h- 
hV;\y<Dm^mizmmL. O.OSO mL©hyni^;i.r^X 0.010 mKDmtr-^^ 

m%:iyvij¥}i^u'^hv^y>f'-xmmh mmm: p^uu^ityymm:r. 

^n^= 9 / 1 ) , 56 mg^ffc^ife 1-54 

^H-NMR (300MH2. CDCI3) S 1.13-1.30 (-. 2H) , 1.3-1.48 (., 4H) , 2.06 (s, 3 
H), 2.84 (., 2H), 3.73(t. 2H) , 4.64 (t, IH) , 7.27-7.36 (., IH) , 7.44-7,7 
0 (m. 6H), 7.72 (dd, IH) , 7.94 (d, IH) , 8.08 (d. IH) , 8.11 (d. IH) . 8.22 
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(d, IH). 8.42-8.46 (m, 2H) , 8.63 (dd, IH) 
FAB-MS (m/e) 528 (M+H)"^ 
[0 13 2] 

mm 5 6 : it-^m 1-55 <d^^ 

^mms 2<D^mr'm^^r^it^<i^i-3 2. (256 «g) ^2 ^odrnzmmv. 1 

n n ^ >/i^^x^;i/= 9 / 1 ) , 169 ngcDffc-a-^^ i - 5 5 ^mr^o 

1h-NMR (300MHZ, CDCI3) 6 1.32-1.54 (-. 3H) . 1.44 (t, 3H) , 1.58-1.70 (-. 
4H). 2.85 (s. 3H), 3.25 (t, 2H) , 3,46 (-. 2H) . 4.37 (q, 2e), 6.52 (t. IH 
), 7.26 (dd, IH), 7.4-7.7 (b. 6H) . 7.92 (d,lH), 7.98 (dd, IH) , 8.05 (d, 
IH), 8.13-8.24 («, 2H). 8.62 (d, IH) , 8.74 (d, IH) 
FAB-MS (■/€) 528 (M+H)"^ 
[0 13 3] 

mm 5 7 : it-^m 1-56 ©-^^ 

) -ij)wW'-)\y (162 Bg) tMyi^y^^m (74 «g) S:3 ■L®^^nD>f>;vAlc?§ 

mh. M^^^rr'bm^MWLt:.^^ mm^nmrx^^^v. ^mrx-ioo 



Ih-NMR (300MHZ, CDCI3) 61.4-1.55 (.. 2H) , 1.42 (t. 3H) , 1.60-1.80 (-, 4 
H). 3.51 (.. 2H). 3.72 (t, 2H) , 4.37 (q, 2H) . 6.44 (t. IH), 7.26 (ddd. 
IH). 7.34-7.46 («, 2H) , 7.45 (ddd, IH) , 7.62 (dd, 2H) , 7.76 (dd, 2H) , 7. 
91 (dd,,2H), 8.12 (d, IH), 8.56 (d, IH) 
FAB-MS (B/e) 454 (M+H)+ 



[0 13 4] 



6 3 ffi|iE<|t2 0 0 0-3 





mmm 5 s : jt^m 1-57 

^H-NMR (300MHZ, CDCI3) 6 1.40 - 1.50 (t+«. 5H) , 1.55 - 1.70 («, 4H) , 3.0 
0 - 3.10 («. 2H). 3.47 - 3.68 («, 2H) , 4.38 (q, 2H), 5.70 (br, IH) , 6.50 
(br, IH), 7.26 (s, IH) , 7.38 - 7.55 (m, 4H), 7.93 (d, IH) , 8.14 (d, IH) 
. 8.21 (d, IH), 8,57 - 8.63 («, IH) , 8.75 - 8,78 (b, IH), 9.08 - 9.14 (m 
, IH) 

FAB-MS («/e) 465 (M+H)+ 
[0 13 5] 

mmm5 9 : n:^mi-5 s 

h-MR (300MHz, CDCI3) 61.85 - 2.05 («, 4H), 2.68 - 2.78 («, 4H) , 3.21 
(q, 2H), 3.28 (s, 3H) , 3.53 - 3.67 (m, 8H) . 4.18 (t, 2H). 5.80 (br, IH) , 
6.67 (br, IH), 7.25 - 7.40 (m, 2H) , 7.59 (d, IH) , 7.97 (s, IH) , 8.12 (d 
, IH), 8.65 - 8.80 (■, IH), 9.00 - 9.20 («, IH) 
FAB-MS (a/e) 501 (M+H)"*" 

mmmeo - 5 9 

W (300MHZ, CDCI3) 8 1.36 (d, 6H) , 1.4-1.9 (-, 6H) , 1.80 - 2.00 (., 
4H). 2.70-2.80 (., 4H) , 3.1-3.2 (m, 3H) , 3.49 («, 2H) , 3.92 (t, 2H) , 4.1 
8 (br, IH), 4.21 (t, 2H), 6.28 (br, IH) , 7.29 (d, IH) , 7.56 (dd, IH), 7 
.94 (d, IH) 

FAB-MS (m/e) 450 (M+H)+ 

~["0"r3-6i- 



W (300MHZ, CDCI3) 61.36 (d, 6H) , 1.4-1.9 («. 6H) ,1.80 - 2.00 (., 4 
H). 2.70-2.80 (-, 4H), 3.05-3.20 (., 3H) , 3.40-3.55 («, 4H) , 3.60 (t, 2H 
), 3.73 (t, 2H), 4.23 (t, 2H), 4.34 (br, IH) , 6.34 (br, IH) , 7.29 (d, IH 
), 7.56 (dd, IH), 7.93 (d, IH) 
FAB-MS (m/e) 494 (M+H)"^ 



ffiliE# 2000-3047006 



11 — 111698 




^m0i 6 2 : 1-61 
Ih-NMR (300MHZ, CDCI3) 81.36 (d, 6H), 1.4-1.9 (.. 6H),1.80 - 2.00 (m. 4 
H), 2.65-2.80 («, 4H), 3.1-3.2 («. 3H). 3.49 (», 2H) , 4.48 (t, IH) , 4.66 
(s. 2H). 5.33 (br, IH) , 5.59 (br. IH), 6.41 (br, IH) , 7.19 (d. IH), 7.6 
0 (dd, IH), 7.99 (d, IH) 
FAB-MS («/e) 463 (M+H)"^ 
[0 13 7] 

6 3 : it^m 1-62 
1h-NMR (300MHZ, CDCI3) 61.8-2.0 («, 4H) , 2.72 («. 4H) . 3.27 (s. 3H) , 3. 
43 (., 2H). 3.5-3.7 («. 8H) , 4.18 (t. 2H) , 6.65 IH) . 6.93 («. IH) . 7 
.25 (d, IH), 7.56 (dd, IH) , 7.94 (d, IH) 
FAB-MS («/e) 492 (M+H)+ 
MMM 6 4 : it^^ 1-63 

1h-NMR (300MHZ, CDCI3) 61.8-2.0 («, 4H) . 2.72 («. 4H) , 3.28 (s, 3H) , 3. 
5-3.8 («, lOH). 4.21 (t, 2H), 6.52 (., IH) , 7.18 (m, IH) . 7.29 (d. IH) , 
7.57 (dd, IH), 7.96 (d, IH) 
FAB-MS (n/e) 455 M"^ 
[0 13 8] 

mnm 6 5 : i\:^m2- 1 ©-^^ 

9-x^;i/-i,2,3.4-7-h^t:KD;f;;wvy-;i.-6-;«j;i/^>M 2.30 gi:2-(2-T^ 

yxh^e/)x^f 1.00 g$:e;^^;i/>^;v^T^ K 30 •uzmmv. rrtc 

wsc (^®s) 1.81 E^m7i^uxn.5mmw^^ yi^^An^m^^^^tc. m 



y =5/9 5) T*«|gbT-n/=i-M.86 gS:#f-o 
[0 13 9] 

6 5 ffi|iiRF2 0 0 0-3 0 4 7 0 0 6 







11-1116 d|p 

W (300MHZ, CDCI3) 6 1.30 (t, 3H) , 1.8-2.0 («, 4H). 2.70 (b, 4H) , 3. 
28 (t. 2H).3.66 (bs, 4H) , 3.76 (t. 2H), 4.05 (q, 2fl). 6.90 (b. IH) , 7.24 

(d, IH), 7.60 (dd, IH), 8.00 (s, IH) , 8.04 (d, IH) 
FAB-MS (n/e) 414 (M+1) 
CO 1 4 0] 

W (300MHZ, CDCI3) 6 1.32 (t. 3H) . 1.8-2.1 (». 4H). 2.20 («, 2H) , 2. 
7-2.8 (.. 4H), 2.71 (t. 2H) , 2.92 (t, 2H) , 3.60 (m, 2H) , 4.08 (q, 2H) . 4 
-16 (t, 2H). 6.63 (t. IH), 6.96 (s. IH) , 7.06 (s, IH) , 7.26 (d, IH) , 7.5 
6 (s, IH), 7.57 (dd, IH), 7.95 (d, IH) 
FAB-MS (m/e) 397 (M+1) 
Mm&i 6 7 : jt^!^ 2-3 

W (300MHZ. CDCI3) 6 1.31 (t. 3H). 1.8-2.0 (-, 4H) , 2.70 (-. 4H) , 3. 
12 (t, 2H), 3.70 (., 6H), 4.07 (q, 2H) , 6.85 (., IH), 7.02 (s, 2H) . 7.24 

(d, IH), 7.60 (dd, IH), 7.99 (d, IH) 
FAB-MS (a/e) 412 (M) 

-ti^-Jr^^^rt 



mm 6 8 : it^m 2-4 RXfit^m 2-5 

■mme 5tCfet>T3-;l;i,:^:/h-i.2,4-hyri/-;i.Of^;fe»;iC5-T^>r-lH- 
fee 'ffc^^2-4i:ft:^#y2-5ttywt^T->r >^TLC <imm:^^Jl) X'^ 



it^m 2-4 



ffiliE# 2000-3047006 



# 



11-111698 




Ifl-NMR (300MHz, CDCI3) 6 1.33 (t, 3H) , 1.7-2.0 (n, 4H) , 2.72 (m, 4H) , 3. 
67 (m, 4H), 3.83 (t, 2H) , 4.10 (q, 2H) , 4.31 (t, 2H) , 5.22 (bs, IH) . 6.5 
6 (t, IH), 7.26 (d, IH), 7.53 (dd, IH) , 7.94 (d, IH) 
FAB-MS (m/e) 398 (M+1) 
it-^m 2-5 

Ifl-NMR (300MHz, CDCI3) 6 1.33 (t, 3H) . 1.7-2.0 (». 4H) , 2.72 (m, 4H) , 3. 
65 (m, 4H), 3.97 (t, 2H) , 4.0-4.2 («, 4H) , 4.61 (t, IH) , 6.70 (t, IH) , 7 
.28 (d, IH), 7.56 (dd, IH) , 7.99 (d, IH) 
FAB-MS (m/e) 398 (M+1) 
[0 14 2] 

JgM 6 9 : 2-6 

mm 6 5 T'^btife h M-27 V:^ ^M^)\y2^r^ F8«UC?§«? V. 
rt^it-}- h U ^7 A0.51 gS:in^T*5ll00iC®?fim'ei.5^|^SlSS-&fco Rj^m^ 

iiLlct§«?blO%A^e>''?Afi§ffi^l50 ne^M^XS.f^n^^:^Mmmv (Sffi) 

ux^mmmnhtc, Emmm^?>T^i-^ ?>mi:nmmmhx. mht\'r=.n 

8 5) xn^iyXr^yO.56 gS:#:to 
[0143] 

u>^t>'x^;i/0.08 yL^m^x^uxmmmwvr^o ^^i^m^m^ii^^iM^x 



9) T'ifiSSL/T^fc-&4&2- 6 (79 -g) 

1h-NMR (300MHZ, CDCI3) 6 1.2-1.4 (■, 9H) , 1.8-2.0 («, 4H) , 2.70 (m. 4H) , 
3.0-3.2 (■. 3H), 3.55 (t. 2H) , 3.68 (b, 4H) . 4.0-4.2 («, 6H) . 6.65 (», 
IH), 7.25 (d, IH), 7.58 (dd, IH) , 7.98 (d, IH) 
FAB-MS (-/e) 466 (M) 
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[0 14 4] 

^mm 1 : Y5^^i^^^^mmu^ 

hY5^mi^M^^(D^mit. ^ ®cDNAffi3^J[;|;>f 5^ -v- (Nature), 382#, 168 

H (1996^^) ]$:«{c. ?cmiz^ijm^^m}^^mmb. ^^^^^-pcmmz 

ffi^jitfrtlCi: yfjofcc ABI PRISM Dye Terminatior Kit (Perkin elmer:^: 

t=.o >''?=^^n'i7-f;i/;^^3^^:^vy h(Life Technokogies^t) $:MV%T, H hY5 
[0 14 5] 

&tjr%-NPY (A»ersha«^tSg) tt^lZ^ TyiE^mmm (1 ■MJ^-ftv^^ A 
, 0.25 as/ml At/ \^^>yy, 10 fig/nlU Kzf^y^ 1 Atg/mlxA^ h IX 
^^mi^mm^^tiSO -M HEPESi^tf?^, pH 7.4)cfiT% ^VT2mm>( y^ztK- h 

fee t: hY5^^^^®#^agi^-^li, :3-;i/KNPY^ig3gf^inL7t|^lcf§m$n 

[0 14 6] 
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ft-R^ 1-46 
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6 6 
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jb^tl 1-56 


n A 

9 4 


-fb-^tl 1-57 


8 9 


<b^«!l 1-58 


6 6 


flS^tJ 1-59 


9 o 


1-60 


86 


Ib^tl 1-61 


7 7 


{b^«5 1-62 


5 0 


{b-&«32-l 


7 1 


<b-&«1 2-4 


8 5 


ft^tJ2-6 


A *7 


fti-&'KJ3- 1 


Q Q 
O O 


mm A. _ ^\ 

ft;-&iBi3-2 


9 4 


{b-&*33-3 


o 9 


{b-&%l 3-4 


y 0 


fb^^ 3-5 


i u u 


fb^«5 3-6 


9 1 
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9 5 


fl:^«l3-8 


7 3 
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^, 150-250 g) o&mmmzm&m&mzmmitj^ 

®J:y^$3.2 mmi:u W#f $:#AL;t|^{C-?0^3g$«,O.5 F^-:x- 
h-rL-n/^:^5^KY (rNPY, 300 p.o 1 /head/5 At 1) SrW^C^^Lfc^ 

[0148] 

*^W0-«s^(i)T'^34x€.^b-^ifeji, mx\t. ^?Ytm^t^mm. #{znpy/ 
^mmm. o^m. x/uh^aj^ m^tj^Eoxpm^mm. mmn. mmm. nmik 
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UR^Xit^m^ JEM 

100092635 

[MM^-B] 100095843 

038357 

[^#^SR] 21,O0OP3 
[^JS^-fiE^^-^] 9800464 



1 1-200228 




2 3 



1 



miiE#2 0 0 0-3 




1 1 — 2 0 0 2 




<x ex 



a 



(la) 



(lb) 



(Ic) 



h^v^y;i/S, hyTy;;i/S, -f^^vy>n/S. tru^vi/S> ^;i/7}nU-;i/S 



2 



aSIE#2 0 0 0-3 0 




1 1 — 200228 




[its] 




(CH2) 



(U) 



n 



l^tp. Xli-CH2-. -0-, 



<^:v^) ^atb ; 



1 jgicia^^ffc-^^fextt-e^ifeo 



3 



ailE# 2 0 0 0-3 0 



#5}2 1 1 — 2 0 0 2 



[0 0 0 1] 
[0 0 0 2] 

#^^:^^KY (J!J/^T, :*:^^lff»^c^v^T fNPYj i:B&-r^-^*^fe-5o ) li36T 

tlfe [^>f^^- (Nature). 296#, 659S(1982^)] „ NPYtt, ^©T ^ 
ffi^J^ffil^tt*^ ^pancreatic polypeptide (PP):?^ ^ U — ICM'^-S wil*'^^B8> 

-e^fe^tlS pancreatic polypeptide (PP) i:M<b#® |^^^^j||IIJi&-eM^$*l 
^peptide YY(PyY)*^^e>tlTV>-6o :!:tie>PP-7 T ^ U -O^zf^ Kli^T36M 

© r ^ / e> j& s *^ 5t7 ;i/ ^ 2/5^^ (c-^s^S) ® liM© r ^ >^ ^gfi^J^^a < ^ 

[0 0 0 3] 

TH, dr:^F^^fc^>^S:^B3i^;l'^>, A\r-:fU^yl/yiiE<D:i^)\y=^y<D^^mM^£ 



4 



ffilE# 2000-3 



1 1 — 200228 



[0 0 0 4] 

[>(y^-i-t/Bi-n/- - -(International journa 

1 of obesity), 19#, 517K (199^) ; U 7 O (Endocrinology), 

133#, 1753M (1993^) ; -f')^^ iy=L ' P^—TJl ' ' '7T-V3D$; 
-(British Journal of Pharmacology), 95#, 419K (1988^) ]c 
[0 0 0 5] 

tc^'^WX^^) \Vx.-f7.- l/^-(FEBS Lett.), 271^, 8lM (1990^) ], % 

■fls S: :^ U T ^ 3^ S ti T V ^ S # t) ti T V > S „ 
[0 0 0 6] 

nt/';fj;V->?r^Xhy-(J. Biol. Che».), 270#, 22661M (1995^) ]» 

^n-^i:bTH.ffi^ti, «e^-*W^$tiTv>s[e;-v— >'^^^ 

ny^ij;!/ • >5r^7. hU-(J. Biol. Chem.), 270#, 26762H (1995^) ]„ 

^^li, mm '^m-wm- >h%\zmmixih y , ig • WBi • p • • mm 

if « ^ ffi S *t V N * V ^ o 
[0 0 0 7] 



5 



ajiE# 2 0 0 0-3 



1 1-2002)^ 



^^bfe[:^>r^^- (Nature), 382^, 168K (1996^) ]„ Y5^mmt. ffiCDNP 
[0 0 0 8] 

[M/> K • >f > • 7T-vnny*;i/ • -tj- ^ a: > y^. (Trends 
in Pharmacological Sciences), 15#, 153H (1994^^) ] „ 
[0 0 0 9] 

S) lC^LTjl#?e5i^?DttS:^-t^ifeMtt> NPY/Y5^^^A^@|-§i-t-5i^mOi[JB& 

lC:g=foM#LTv>-5:ii:*^^, ® if © S :^ 

[0 0 10] 

WY/Y5^mi^ii::2- KfS^^e^-il^Offli^tcMLTtt, ^ffl#ff5,602,024-^ 



6 



ffilE#2 0 0 0-3 0 




1 1-200228 




[0 0 11] 

^.yr^\^m^n.yr^h'mm^. ffli^>U-iaW097/20820^, aigl>a^W097/208 
21#, HI^^^W097/20822#, :Rt;H|^^^W097/20823^lCl:3::3p-^ V^U 

ffl|^<255^W098/35944^:S.t;HI^<i5i^W098/35957#lCliT^ ^"^^ 
«098/40356^lCliT^^l^Ue;>^^f*. 31^1^^^98/24768^, HI^>i5:^W098 
/25907#, ffl|^<i)i^W098/25908#, ^i:t^ffllgl^^W098/27063^{Ctttf :7 ^ 
J^, H|^^g|W098/47505^:^JtiflCli^-9->-5^>m^^*^^^^^'^'^^^- 

TV^fJiV^. 3&33, H||^^g|W099/27965#lCtt, mm^mi^mifimfS^^^ ^ 
[0 0 12] 

^nm<Dit'^mtm^mzm^^^it^'^^t> Hi^>i5:^wo98/ii895^, hi^>& 

W098/06402#, ^^#fF>K.^EP746962^, ^ffl#ff5.708,187^^||ll«, 
fi:5.814,653^WJSlH». fc<k^J^C. R. Beb. Seances Acad. Sic^, 251#, 2728 
1960¥, J- Pha-acol. Exptl. Therap.lS, 99#, 450K> 1950¥lCiB«$tl 

[0 0 13] 

-^o^, T^*^^, «l:^«iif©cp=fB<£5^^^ )iE«5S^ i^^^^ igflijfiise 

[0 0 14] 

7 2 0 0 0-3 



#^ 1 1—2002 



[0 0 15] 



V^T%>J:<, ^±^ClX^i2MJe^±0gg|^S:;tLTV^r=b<^:^^) ] xmt)^tl 
^it^%Xlt^(Dm^M^-t^%(DX$>^, 
[0 0 16] 



H 




8 



miE#2 0 0 0-3 0 



1 1-200228 




oc 





(la) 



(Ic) 



[0 0 17] 

^, iyTjm. i3)V7^=^^)vm. 7.jvy7=t^}\^m. mcriivzi^iym. m^r 

M^^^m. :ijr)\^^>\^r^jm. vrA^^n^r^^^^ <s^r;i/^;v^;v^x 

^h^vru;i.«, h';r^/u;v«, >f^^f^/y;^«. tfUi^-;vs, ^ 
;^^^u-;^«> ^;b^>y>^S> ^:t^;v4->u y^K^t^J^^ 



[0 0 18] 



2 0 0 0-3 




#^ 1 1-2002 



(CH2) 



(11) 



n 



i^fp. Xtt-CHg-, -0-, -S- -NH-, Xtt-NR^- [^tfi, R^fifig^T;!/:^^^;!/^, 



[0 0 19] 

±9&(D^{i)vMt)-^n^it^mxit^<Dmt}i?Y^mi^K.MLxM^^^^iyX 
?Y/Y5^mmm^-t^^m(D^mRxj^xxitmmizmmx&^. 

[0 0 2 0] 



ffiIiE#2 0 0 0-3 0 



# 



11 — 200228 




[0 0 2 1] 

IC ^ V ^ T M e> ti S M M ® liJStT ® M »J S . 



[0 0 2 2] 

m-r^. i&mr)\^^)^^mt{.x\t. jf^i^iim. x^^^-s, n-^^ntf;!/ 



aie# 2 0 0 0-3 



1 1—2002 



[0 0 2 3] 

(Dmmmt6'-^2om. 0th<m'-i6m. ^i)ts-tL<m~i2m. ^^K^t 

[0 0 2 4] 

So 

[0 0 2 5] 

lf^V^yn;i/S, Vr\^m. \f:^^}VJm. ^;i/3j>Un;i/S: ^;b5j>uy^ 

>r y-f > Fy— ^5?^ y ^t>j^u-;i/S. T^y 



ffitl# 2 0 0 0-3 0 




1 1-200228 





=.jim. i/>/y-;i/a. >^^ut^'-;vs, 4aH-:*;wtyu;i/ 



[0 0 2 6] 




[0 0 2 7] 



;i/^;vT^7«. yy'^-'y^S^ >f^>^S, i/ry*. :^hDS, 



2000-30471 12 





#^ 1 1-2002 



;IS[6~10<Z)Ty-;i/*;i/7if-;i/S, /\5^n 



2~io® r =J|r 



g|5t6-'10©T 



10© t;i/^;i/::^ 



6~io®Ty -;i/x;1//Jn:^;i/: 



[0 0 2 8] 



[0 0 2 9] 

V^T%J:^^„ g^S$:^t-STy-;i/:*;V/}?::i;i/Si:LTii, MA«> p->ih^ 



mSE#2 0 0 0-3 0 





1 1-200228 




[0 0 3 0] 



^$:-^^T'V^rt)J;V^„ Ai:bT«, m^lt. J:SB(Ia), (lb). Xl±(Ic)T' 





[00 3 1] 

>(\fzf^fim. sec-zf^jim. tert-:/^;i/«, n "/^ >n/S, i/^u:fu 

t/T/;'^^;i/S, i/ryx^;i/S> :^D7^>n/^;i/;t^A«, 

[0 0 3 2] 



1 *^ 



[0 0 3 3] 



mtE# 2000-30471 12 



1 





1 1-2002 2 





:ij>n/7t=e>f :^;i/:7T^>r;i/*. <£^r;i/ii:^i/a, ^Wltji^j]/^ 
^*^Pif e)*i'5o 3e>{c, ^h^v''y;i/S, hur^/u^n^s, -f^^yy;i/: 

[0 0 3 4] 



^EbTV^T=bJ:<, 




[0 0 3 5] 



[0 0 3 6] 



1 6 



ffiiE# 2000-30471 i; 



1 1—200228 




}v^.ym. xmmmmh<it^mm<D7.;v^^ymtj:E(Dy^mm^m\'^^:r.t.t,^ 

[0 0 3 7] 

, vn^^is. y-^n^m^^ y^jm^^ zi;\^mm.. m^m^. ^:Eym^. 

[0 0 3 8] 

07i^mm^ h<\t^n^ omm^f^ ?:ffiv%srt*^T*^s. 



ffiSEilt 2 0 0 0-3 





#5p 11—2 



0 0 2 



[0 0 3 9] 
[0 0 4 0] 



ffiIE# 2000-30471 12 



#5p 1 1 — 200228 




1 -1 

1 -2 
1 -3 
1 -4 



it^m 1-5 



it-^^ 1-6 



ft^«J 1-7 



ft^fe 1-8 



<b^«l 1-9 



H 
H 

H 
H 

H 
H 



H 



H 



H 



it-^^ 1-10 H 



— CH3 



OH 



CN 




rr 






[004 1] 





#5p 1 1-2 0 0 2 




r3 




it^^ 2-1 
^b^a 2-2 

^b^ft 2-3 
^b^tt 2-4 
it^«B 2-5 




CH3 — CH3 

CH3 



— CH3 



— CH. 



— CH3 



CH3 



Y 

CH3 



OH 



I 

N 



ib^ft 2-6 — CH3 



ib^ft 2-7 — CH3 



^b^ft 2-8 — CH3 



ib^tt 2-9 — CH3 



ft ^4* 2-10 — CH3 



ft^lS 2-11 — CH3 



OH 



0CH3 



NH2 



ft^a 2-12 — CH3 



•«OH 



Ib^fe 2-13 — CH3 




ft ^16 2-14 — CH3 



u 



it^^s^ r2 



ft^ftl 2-15 — CH3 



ft&«8 2-16 — CH3 



ft^ftl 2-17 — CH3 



ft^a 2-18 — CH3 



ft^ft 2-19 — CH3 



ft^tt 2-20 — CH3 



ft^tt 2-21 — CH3 



ft^a 2-22 — CH3 



ft^a 2-23 — CH3 



ft^a 2-24 — CH3 



ft^a 2-25 — CH3 



N 



CH. 







I "^1 




HN-^ 



OH 



ft^tt 2-26 — CH3 




OH 



[0 0 4 2] 



2 0 



ffi|iE#2 000-3047112 



1 1-2 0 0 2 



lit 2] 




<b^«S 3-1 \/CH3 



ft^«B 3-2 



1b^«B 3-3 ^-^OCHa """'^OCHa 



[0 0 4 3] 





1 1—2002 



[-fb 1 0 ] 




it-^^ 4-1 



fc^tt 4-2 




it-^na 4-4 



it-a^ 4-5 



<b^«B 4-6 




it-alb 4-9 



<fc^«B 4-10 



-o 




4-3 — 




OH 



O 



it^^ 4-7 — 



1b^% 4-8 




OH 




OH 



H 




— N 




OH 



<b^a 4-14 



^b^ttl 4-15 



^b^!Kl 4-17 



4-20 




OH 



^b^igg 4-13 ~\_)~\^ 



— N 



it^^ 4-16 — 




<b^#! 4-18 — n"^ ^NH 



^b^ftl 4-19 — N N-CH3 



/ \ N=v 



Ib^iKs 4-21 — 



N N"<\ /) 



ib^fti 4-11 



HO 




fc^Jfe 4-22 




[0 0 4 4] 



2 2 



ffiiE# 2000-30471 15 




Uti 1 ] 
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it-^^ 5-1 
it-^^ 5-2 

<t^1*) 5-3 
<b^«S 5-4 
-Ib^^ 5-5 
it-B^ 5-6 



ft ^1^8 5-7 

it^m 5-8 
ft^1«B 5-9 
1b^^ 5-10 

it^^ 5-11 



— CH3 



CH3 



CH3 



CH3 




CH3 
CH3 





.CH3 



OH 
CN 



o 



CH3 



[0 0 4 5] 



ffi|I# 2000-304711J 



1 1—20 02 



Utl 2] 







N 

H3C CH3 






R 


<b^%i 6-1 


— CH3 


Ib^tti 6-2 


— OCH3 



[0 0 4 6] 
[ft 1 3 ] 

H »? 

H3C CH3 



■fb^^s 7-1 — 

-Ib^Sa 7-2 — 

1b^«B 7-3 — 

1b#«!J 7-4 




[0 0 4 7] 



2 4 




1 1-200228 




[it 1 4 ] 




r2 



<b^^ 8-1 -CH3 



ib^i* 8-2 — CH3 




<b^«S 8-3 -CH3 




1b^«S 8-4 



[0 0 4 8] 

>r.;5r^;tj;i/- yiJ--<r7^'f-^^ ssss (1924) ®SB«^®:&^-e 
[^b 1 5 ] 




(W) 



ajSE# 2 0 0 0-3 




1 1-2 0 0 2 




[itl 6] 




N 



(IV) 



[0 0 4 9] 
[0 0 5 0] 




N 



(V) 



miE# 2 0 0 0-3 0 





i^jjt 1 1 — 200228 




[0 0 5 1] 



[0 0 5 2] 

ij^x^&o y^mmmnvxit. ^h^i^\^ny^y. e;;i^;i/3i^AAT^ F. 

U ;i/T ^ > if IS® m v^ -5 w i: i)^X ^ S . ^-^jRlSOjRJS?a^li 

[0 0 5 3] 



litis] 



H 




2 7 



mSE^ 2000-3047112 i 





1 1—2002 



# 



lit 19] 




(VH) 





[0 0 5 4] 

^oTIS'^feSA^, Protective Groups in Organic Synthesis, T.W.Gree 

ne, John Wiley & Sons, Inc., IQSltS^i^^^Mt ^ ^ tiZ^ i)miRi)^^M>K:^ 



[0 0 5 5] 

hxmmmmmit^m-t^ii\i\z>!^mi^:^^. m^x. :^mm<Dit'^mit. npy 



ailE# 2000-30471 IJ 





i^3p 1 1 — 200228 



[0 0 5 6] 

, ^xM. m.mm. ^n. mmum. m^m^un> ^^n. ^nm. ^.mm 

[0 0 5 7] 

mm. -^^m. mm. ^mn. m^m. ^^m. um^n. ^m^tm. n-^ 
>f y ^m. mmm ■ #*^> um. ummmm. ^mn. mmm. m.mm. mm 
itm. m^m. m^m. m^n. vmmm. %im. f&mm. ^mm 
^mm. ^mm. ^^n. mmn. ^^n. ^^n. mmm. mm^m 

2 9 miEi^2 0 0 0-3 





1 1-2 0 0 2 2^ 



^mm, mmm. mmm. u^m. mmitm. mm. mmn. mmmmm. 



3=C 




nm^v$>^±m(D^m^i. 0-100% (w/w) , ts-t.L<iti.o-6o% onmt^^ 
<fc ^ izmm-t^ z-tif^x^^o 

[0 0 5 8] 



fly ^ ym-^ ^ ^ i/ ^ 2^. MTif^VymUj/lyy^M,. ^:nym> ^:iiym^-f-hV^ 



[0 0 5 9] 

#SP^-§^®®-&li, 0.001—10 mg/kg^r—Hfefctj—iHixtttSc 

[0 0 6 0] 

[^iSgM] 



ffilE# 2 0 0 0-3 




1 1—200228 




[0 0 6 1] 

Mmi :N->fyyni^>n.-6-rihD-i,2,3,4-^hvtiKa:*;vA!/-;i/®^^^ 

^j^-^)\,.iff ' ^^i^i^' ^J^^yr^-m. 8 3 3K (1 9 2 4) O^iSW. 
lC<i:ySI^L/fe6--hn-l,2,3,4-^b^H Kn:j!j;W^y-;i/ (5.04 g) S:50 «L 
®r-feh>lC^«¥l^> 2.25 gODTKm^b^U'^A, 8.45 g® J: {fc-f V tr>n/S: 

, 2.60 g®N-fV>^nif>n/-6-nhn-l,2.3,4-5^b^t FD:^J>n/>^tV^->^?:#f- 



[0 0 6 2] 

2 : N->f V y D e ;i/-6-r ^ -1 , 2 , 3 , 4-5^ h ^ n K n * ;v /I - ® 
N->fy:/Dif;i/-6--hn-i,2,3.4-7^h^iiKn:ij;w\'y-;v (2.6O g) ?:ioo 

mL®g^^tC^«¥L, 2.75 g®^«&$:inx., 50lClC*nmi^T 3 ^I^M^bfeo HJS 

i?^na^^>/I^mx5^;v=7/3) x-JftiSb, 1.35 g(Z>N->ry >^^^f;l/-6- 
r5 y-i .2,3,4-7^ h^b: Ka*;!//^^/-;^?:^^^. 

[0 0 6 3] 

3 : N-^ y tr;i/-6-y ^^p i/*;i/jJ?-;vT ^ >^ -i ,2,3,4-r b ^ K 

N->f y:;^Dfcr;i/-6-T^y-i»2,3,4-^h^b:KD:«j;w'?!/-;i/ (9.84g) . 5.05g 
®hUx^;i/T^:/S:ioomL(7)t;^nn^^?>j::^fill-^ 7.85g®^ a n^Sly x 



mil^ 2 0 0 0-3 





1 1—2002 





^^Uti^^UU^^n\i\ 2.27 g®N— f y::^p tr;i/-6-:7xy ;i/T 
^ y -1, 2,3,4-5^ h^t Kn7!j;i/Av^-;i/S:#fc, 

[0 0 6 4] 

IIJgM4 : 1-1 CD-^fK 

N->r y n tr;i/-6- 7xy:^^i/;!7;i/3K-;i/T^y -1,2,3, 4-5^ h ^ t K n t y 

(88 mg) S:3 iiL©i;^Dn^tJf >, T-fe h-hy;i/?i-^jgt (1/1) IC^ 
4O5i;0^^;bT^>;l^y-;i/^?g[ (96 »g)?:iO^Tig^^#{CT 8^ 

mwbt:L, RmwL^^mx-mmv. ^mhrc^u^^mnb. r-th-hv^vx-mw^ 

LX63 ngCDfb-a-^J 1 - 1 

VnME (300MH2, CDCI3) 6 1.60 (d, 6H) , 1.8-2.0 (m, 4H) , 2.68-2.82 (m+d, 
7H), 4.62 (sep. IH) , 6.10 (br, IH), 6.96 (dd, IH) , 7.34 (d, IH) , 7.41 (d 
, IH) 

FAB-MS (B/e) 285 (M)"^ 
[0 0 6 5] 

mmm 5 : it^m 1-2 <D^m 

N->r ^fzfu hr;i/-6-7 X J ^i/:fy)v:^-)vr ^j-i ,2,3,4-7^ h ^ t kd jvA y 

(88 ng) ^iP{7aui>^yizmmh. 31 ngot: Fn^e/x^;i/T^>S:iD 

T-fe h - h y ;i/T*gfetf^ LT35 mg(Dit'^i^ 1-2 
^H-NMR (300MHz, CDCI3) 6 1.60 (d, 6H) , 1.8-2.0 (m, 4H) , 2.66-2.82 (m, 4H 
), 3.38 (m, 2H), 3.71 (t, 2H) , 4.62 (sep. IH) , 5.12 (t, IH) , 6.28 (br, 1 
H), 6.96 (dd, IH), 7.36 (d, IH) , 7.41 (d, IH) 
FAB-MS (n/e) 315 (M)"^ 
[0 0 6 6] 

Mm 6 : fb-a-#J 1-3 (D^^ 

^H-NMR (300MHz, CDCI3) 6 1.50-1.80 (m+d, lOH) , 1.8-2.0 (m, 4H) , 2.66-2.8 
2 (■, 4H), 3.26 (■, 2H), 3.66 (■, 2H) , 4.62 (sep. IE), 6.15 (br, IH) , 6. 



miE#2 000-304711J 
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96 (dd, IH), 7.32 (d, IH) , 7.41 (d, IH) 
FAB-MS (m/e) 343 (M)"^ 
[0 0 6 7] 

MM 7 : it^^ 1-4 <D^^ 

^H-NMR (300MHz, CDCI3) 8 1.59 (d, 6H) , 1.6-2.0 (■, 6H) , 2.37 (t, 2H) , 2. 
7-2.8 (b, 4H), 3.31 (t, 2H) , 4.61 (m, IH) , 6.92 (dd, IH) , 7.30 (d, IH) , 
7.42 (d, IH) 
FAB-MS (»/e) 338 (M)"^ 
[0 0 6 8] 

'Mm 8 : it^m 1-5 CO-^fiK 




^H-NMR (300MHZ, CDCI3) 61.57 (d, 6H) , 1.8-2.0 (■, 4H) , 2.6-2.8 (m, 4H) , 
3.42 (t, 2H), 3.54 (■, 4H) , 3.66 (», 2H) , 4.59 («, IH) , 6.95 (dd, IH) , 

7.33 (d, IH), 7.38 (d, IH) 

FAB-MS (-/e) 359 (M)"^ 
[0 0 6 9] 

Mm 9 : it-^m 1-6 

^H-NMR (300MHZ, CDCI3) 61.60 (d, 6H) , 1.52-1.68 (■+d, lOH) , 1.8-2.0 (m, 
4H), 2.66-2.82 («, 4H) , 3.10-3.26 (n, 4H) , 4.56 (t, IH) , 4.62 (sep. IH) 
, 4.75 (br, IH), 6.15 (br, IH) , 6.96 (dd, IH) , 7.32 (d, IH), 7.41 (d, IH 

) 

FAB-MS (-/e) 448 (M)"^ 
[0 0 7 0] 

Mm 1 0 : ^b-^^fe 1-7 



3 3 



2000-3047112 
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h-MR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.8-2.0 (m, 4H) , 2.64-2.78 (a, 4H 
), 4.50-4.62 (m, 3H) , 5.93 (br, IH) , 6.61 (br, IH) , 6.98 (dd, IH) , 7.17 
(ddd, IH), 7.32-7.40 (m, 3H) , 7.67 (ddd, IH) , 8.46 (dd, IH) 
FAB-MS (a/e) 363 (M+H)"^ 
[0 0 7 1] 

mmm 1 1 : it^m i - s <D^m 

^H-NMR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.8-2.0 («, 4H) , 2.64-2.78 («, 4H 
), 4.42 (d, 2H), 4.56 (sep. , IH) , 5.09 (t, IH) , 6.25 (br, IH) , 6,94 (dd 
, IH), 7.20-7.26 (m, IH) , 7.32 (d, IH) , 7.38 (d, IH) , 7.65-7.68 (■, IH) , 

8.4-68.49 (m, 2H) 
FAB-MS (B/e) 363 (M+H)"^ 

[0 0 7 2] 

^mm 1 2 : it^m 1-9 <o^^ 

^H-NMR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.8-2.0 («, 4H) , 2.64-2.78 (b, 4H 
), 4.43 (d, 2H), 4.56 (sep., IH) , 5.24 (t, IH) , 6.41 (br, IH), 6.98 (dd 
, IH), 7.24 (d, 2H), 7.36 (d, IH) , 7.39 (d, IH) , 8.50 (d, 2H) 
FAB-MS (B/e) 363 (M+H)"^ 
[0 0 7 3] 

1 3 : it^m 1-10 (O^m 

VnMR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.8-2.1 (b, 6H) , 2.65 (», 2H) , 2. 
73 (m, 2H), 3.19 (dq, 2H) , 4.00 (t, 2H) , 4.58 («, IH) , 5.02 (b. IH) , 6.4 
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6 (bs, IH), 6.92 (s, IH), 6.93 (dd, IH) , 7.03 (s, IH) , 7.34 (d, IH) , 7.3 
6 (d, IH), 7.63 (s, IB) 
FAB-MS (-/e) 379 (M)"^ 

[0 0 7 4] 
mWrn 1 4 : - 1 (D^^ 

^i6M2T'^e>nfcN— f yynif;i/-6-T^ y-i,2,3,4-r h^n KD*;wiy- 

}V (228 as) , 161 «s<Di^ :^^}Vr ^ ^ ^ ^^ 152 ■g© h U x 

^H-NMR (300MHz, CDCI3) S 1.57 (d, 6H) , 1.80-2.00 («, 4H) , 2.64-2.74 (■, 
4H), 3,04 (s, 6H), 4.56 (sep., IH) , 6.25 (br, IH), 7.02 (dd, IH) , 7.31 
(d, 2H), 7.46 (d, IH) 
FAB-MS («/e) 299 (M)"^ 
[0 0 7 5] 

mmm 1 5 : it^m^ - 2 (d-^^ 

1h-NMR (300MHz, CDCI3) 6 1.18 (d, 6H) 1.54 (d, 6H), 1.80-2.00 (m, 4H) . 2 
.60-2.80 (■, 4H), 2.86 (s, 3H), 4.46-4.68 (m, 2H) . 6.40 (br, IH) , 7.02 
(dd, IH), 7.30 (d, 2H), 7.46 (d, IE) 
FAB-MS (m/e) 327 (M)"^ 
[0 0 7 6] 

1 6 : ^fc^tf 2 - 3 <D^^ 
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^H-NMR (300MHz, CDCI3) 6 0.94 (t, 3H) , 1.25-1.45 (n, 2B) , 1.57-1.70 (m+d 

, 8H), 1.80-2.00 (■, 4e), 2.60-2.80(m, 4H) , 3.01 (s, 3H) , 3.38 (t, 2H) , 
4.55 (Sep., IH), 6.28 (br, IH) , 7.02 (dd, IH) , 7.32 (d, 2H) , 7.48 (d, 1 
H) 

FAB-MS (m/e) 341 (M)"*" 
[0 0 7 7] 

Mm 1 7 : ^t^m 2-4 <D^m 

h-MR (300MHz, CDCI3) 61.52 (d, 6H) , 1.80-2.00 (m, 4H) , 2.60-2.75 («, 
4H), 3.04 (s, 3H), 3.50 (t, 2H) , 3.80 (t, 2H) , 4.55 (sep. , IH) , 7.02 (d 
d, IH), 7.10 (br, 1H),7.31 (d, 2H) , 7.44 (d, IH) 
FAB-MS (m/e) 329 (M)"^ 
[0 0 7 8] 

Mm 1 8 : m-^m 2-5 (O-^m 

^H-NMR (300MHz, CDCI3) 6 1.54 (d, 6H) , 1.65-1.90 (b, 6H) , 2.28 (S, 6H) , 
2.39 (t, 2H), 2.60-2.75 (m, 4H) , 2.91 (s, 3H) , 3.39 (t, 2H) , 4.52 (sep 

, IH), 7.01 (dd, IH), 7.27 (d, IH) , 7.57 (d, IH) , 9.36 (br, IH) 

FAB-MS (B/e) 370 (M)"^ 
[0 0 7 9] 

Mm 1 9 : it^m2 - 6 

h-Hm (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.60-2.00 («, 8H), 2.60-2.80 («, 
4H), 3.00 (s, 3H), 3.41 (t, 2H) , 3.70 (t, 2H) , 4.54 (sep, IH) , 6.50 (br 
, IH), 7.03 (dd, IH), 7.30(d, IH) , 7.46 (d, IH) 
FAB-MS (B/e) 358 (M+H)"^ 
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[0 0 8 0] 

MMM 2 0 : it^f^2 - 7 (D^^ 

nfeBocfIc (9.0 s) 5:500 mL®^P7^;^nlCi: U , ^^ffSlbTlOO mKD^ffTK 

7=-b^ii Kn:7^>. 4.4 g(Z)7K^{by^':7Ar;i/^-'i7AS:inx., 6ot:o^fi?g 

T'9.5^^m#bfco ^?^=^>^^?y-;i/T'iR/*:5:^?ltb, Hficfil^5:5i§T'i^* 
bT5?«t$:a*ibfc. $^lC^^y-;V (100 bL) S:in;^T^?^b, 9.8 g(Dll 

0#:^^S:Bi?*b3&*^e>^«iM5:»^x^;i/-ettmbfco 7Kfe<fcU^^?n:^ife*T' 

m&mmh. ^tiS:e/U:ij^;V*^A^nvh^^-7>f- (^ 
^aD/J>>n//^) JCJ;»J«^LT4.25 g®N-Boc-N-^5^;i/r ^ ^ ^ 

->n/S:#fec 
[0 0 8 1] 

#e>tlfeN-Boc-N->l^;i/r^ y (4.00 g) S:200 mKD^ay'yT.ziiZ 

(1.77 g) $:in^, MUXSO^mWVr^o i^VxT, 1.87 -L® 3 ':7>fl:;t5^;i/ 

bT4.25 g(Z)N-Boc-N-:*-?^;i/-N-^l h:^S/y^;i/T^ >S:#fe. 
[0 0 8 2] 

rj?ClC, mhnt^:^h^t/i^ (956 Bg) ^10 »L(DS^':^^-»?->tC?§j|¥L/. 20 mLmN 
i^^/t^':r^-9->?t?KS:in;l. ^^T'2raM^b:feo S: b U T ^ 

y-etpmhtc.^. 5iiL, MflETlCT?iji||Lfe. 5SMi^S:20 mLWi^ on7^>«/A 

^ y -1,2,3, 4-r h^t: KD;!j;i//^V^--;i/ (95 mg) SrJlI^TlltlSin^MSSLfe 
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= 4/6) {CJ; Uift^bT202 BgOD^t-^^fe 2 - 7 $:#fe„ 

^H-NMR (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.6-2.0 (n, 8H) , 2.6-2.8 (m, 4H) , 
3.00 (s, 3H), 3.36 (s, 3H) , 3.40 (t, 2H) , 3.47 (t, 2H) , 4.54 (m, IH) , 6 

.63 (bs, IH), 7.04 (dd, IH) , 7.30 (d, IH) , 7.45 (d, IH) 

MS (m/e) 371 (M) FAB-MS (n/e) 370 (M)"^ 
[0 0 8 3] 

mmm2 1 : ft-^i^ 2 - s ©^^g 

MMMl 9 •e^^Ufefb-^^2 - 6 (195 mg)$:5 mL(D\^VVyizmMh. 50.6/1 
[0 0 8 4] 

t^'fb^fe (205 -g) S:#fc„ #^tlfcTS^'^bife (205 mg) ^6 mL<D:iidt J -JVlzm 

ML. 40 ■ga)lO%®A-^$;'i;A^mS:ljn;l7K^SSI (SEE) ^Mi?2.5^ 

:ft§tfS:5jgl?|g?*U 5?K®^«ES:S^bT, i/V:h¥)ViJ^A^ 

u^hV^y^ - (:ji^7-;i//^na3}>;i/A= 1/9 — 1 5/8 5) icjiys® 

SgbT138 ■g©fl:-^%2 - 8 S:#fe„ 

^H-NMR (300MH2, CDCI3) 6 1.3-1.6 (■, 4H) , 1.52 (d, 6H) , 1.8-2.0 («, 4H) , 
2.43 (a, 2H), 2.6-2.7 (■, 4H), 2.93 (s, 3H) , 3.24 (t, 2H) , 4.53 («, IH) 

, 6.80 (br, IH), 7.05 (dd, IH), 7.32 (d, IH) , 7.41 (d, IH) , 8.01 (b, 2H) 

FAB-MS (m/e) 357 (M+H) FAB-MS ("/e) 370 (M)"^ 
[0 0 8 5] 

2 2 : it-^m 2-9 (D^^ 
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^H-NMR (300MHz, CDClg) 6 1.55 (d, 6H) , 1.80-2.00 (m, 4H) , 2.65-2.80 (m, 
6H), 3.20 (s, 3H), 3.71 (t, 2H) , 4.58 (sep. , IH) , 6.39 (br, IH), 7.02 (d 
d, IH), 7.32 (d, 2H), 7.44 (d, IH) 
FAB-MS (m/e) 338 (M)"^ 
[0 0 8 6] 

mmm 2 3 : it^m2- 1 0 ©-a-^ 

2- (2-7$ yxh^lr^) X^y-;i/ (4.19 g) 5:10 bL® h;i/X>lC^fi|b. 2.8 

__;i,/>^nnJh;i/A= 1/2 0) ICi; yi(f|gLT2.61 g®'<>i;>n/:r^ 

[0 0 8 7] 

r^tC, ni^nf^^ZyV}\^it^i/i})\^^—)\^y^^V^ (0.96 g) $:200 

X n ic y ^^ggl U 4 BKoM^^CT^hvt Kn7^>lc^«?Lfco 31 

0 mg®7K^ft;U5^^7Ar;i/$-':'i^5:»^5o< »;inx., 6oncin^b304)'«^bfc 
jS?b, |iigM3i?#e>n7tN->ry::^Dh:';i/-6--7iy ^i/7!j>n/jKx;i/T$>^-i,2, 

3,4-5^ b^t: KD:!tJ ^Wt (150 mg) $:Dn;^T 1 2^mMWiM^L1t. M/S 
-;i//^'Dn3^;i/A= 1/9 9 -2/9 9) lcJ:»J5ft$gbfe^. ->U;t7^;i/#M 

^Dv'b^^^^W- (>t^y-;P/^jrnDJ}^;i/ix=5/9 5) ICJ; »J5|f5§b, 13 

2 ng^it^m 2-10 S:#fco 

^H-NMR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.8-2.0 (m, 4H) , 2.6-2.8 (■, 4H) , 
3.03 (s,3H), 3.59 (t, 2H) , 3.72 (m, 4H) , 3.83 (m, 2H) , 4.57 (■, IH) , 7. 

03 (dd, IH), 7.32 (d, IH) , 7.48 (d, IH) 
FAB-MS (m/e) 373 (M)"*" 

[0 0 8 8] 



3 9 
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mm 2 4 : it^^ 2-11 (D^m 

^H-NMR (300MHz, CDCI3) 6 1.55 (d, 6H), 1,3-2.0 (■, 14H), 2.6-2.7 (m, 4H) 
, 2.88 (s,3H), 4.15 (■, IH) , 4.56 («, IH) , 6.24 (bs, IH) , 7.01 (dd, IH) , 

7.30 (d, IH), 7.52 (d, IH) 
MS (n/e) 367 (M)"^ 

[0 0 8 9] 

M^2 3tp<Dmj^'V. 2- h^ri/) :r.^ J - )V(Di^t>*J iZ trains- A- 

^H-NMR (300MHz, CDCI3) S 1.55 (d, 6H), 1.4-2.1 (n, 12H) , 2.6-2.7 (■, 4H) 
, 2.86 (s,3H), 3.59 (■, IH) , 4.24 (n, IH) , 4.55 (m, IH) , 6.24 (bs, IH) , 
7.01 (dd, IH), 7.30 (d, IH) , 7.50 (d, IH) 
MS (m/e) 383 (M)"^ 
[0 0 9 0] 

■Mm2 6 : ffc-^igj2- 1 3©-^^ 

^H-NMR (300MHz, CDCI3) 6 1.54-2,0 {m+d, lOH) , 2.65-2.80 («, 4H) , 3.03 (s 
, 3H), 3.30 (dd, IH) , 3.61 (dd, IH), 3.82-3.90 (■, IH) , 3.92-4.01 (a, IH 
), 4.08-4.16 (a, IH) , 4.52 (sep. , IH), 6.98 (dd, IH) , 7.28 (d, IH) , 7.50 

(d, IH), 8.05 (brs, IH) 
FAB-MS (b/c) 369 (M)"^ 

[0 0 9 1] 

;mm2 7 : fb-a-^ 2 - 1 4 ©-a-^ 

am. 1 9 9 9S, (12 2 2i^) mmC0:&mX*n^H^ i2-\fKVPJaL^/V 



4 0 
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^H-NMR (300MHz, CDCI3) 6 1.40-1.54 (n, 2H) , 1.55 (d, 6H) , 1.56-1.70 (m, 
4H), 1.78-2.00 (m, 4H), 2.45-2.60 («, 6H) , 2.60-2.80 (■, 4H) , 2.98 (s, 3 
H), 3.39 (t, 2H), 4.54 (sep, IH) , 7.09 (dd, IH) , 7.30 (d, IH) , 7.44 (d, 
IH), 9.48 (brs, IH) 
FAB-MS (■/e) 397 (M+H)"^ 
[0 0 9 2] 

2 8 : it-^m 2-15 (D^^ 

8^, 1999 (1992 fB^(Z)^^T'# e>nS (2-(4-N-;i 5^;i/fcr^^ 

h-m (300MHz. CDCI3) 6 1.55 (d, 6H) , 1.75-1.95 (■, 4H) , 2.31 (S, 3H) , 
2.40-2.80 («, 14H), 2.98 (s, 3H) , 3.41 (t, 2H) , 4.54 (sep., IH) , 7.12 (d 
d, IH), 7.31 (d, IH), 7.43 (d, IH) , 8.98 (br, IH) 
FAB-MS (-/e) 412 (M+H)"^ 
[0 0 9 3] 

8#, 1999 K> (1992^) Sa«®*^'r*#e>tl'5 (2-=E;1//Jn V ^ 

^H-NMR (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.75-1.95 («, 4H) , 2.55-2.80 («, 
lOH), 2.99 (s, 3H), 3.43 (t, 2H) , 3.70-3.80 (m, 4H) , 4.54 (sep., IH) , 7 
.06 (dd, IH), 7.31 (d, IH) , 7.45 (d, IH) , 8.72 (brs, IH) 
FAB-MS {m/e) 399 (M+H)+ 
[0 0 9 4] 

^^;i/tfU i^y^m^^. 3 i:!^^lc-&^U^. 

^H-NMR (300MHz, CDCI3) 8 1.56 (d, 6H) , 1.8-2.0 (n, 4H) , 2.6-2.8 (m, 4H) , 
3.04 (s,3H), 4.56 («, IH) , 4.64 (s, 2H) , 6.36 (bs, IH) , 7.03 (dd, IH) , 
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7.24 (d, IH), 7.32 (d, IH) , 7.46 (d, IH) , 8.58 (d, 2H) 
FAB-MS (n/e) 376 (M)"^ 
[0 0 9 5] 

^H-NMR (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.75-2.00 (■, 4H) , 2.60-2.80 (m, 
4H), 2.98 (S, 3H), 3.15 (t, 20), 3.86 (t, 2H) , 4.54 (sep, IH), 7.05 (dd, 

IH), 7.18 (ddd, IH), 7.23 (d, IH) , 7.30 (d, IH) , 7.47 (d, IH) , 7.63 (td 
, IH), 7.80 (brs, IH) , 8.62 (dd, IH) 
FAB-MS (n/e) 391 (M+H)"^ 

[0 0 9 6] 

5^n-9->r^;i/ • hU-IS, 2 7#, 14 7M. ( 1 9 9 0 ^) |H«®:&^ 

•e#e)ns3-(2-^5^;i/T^ y x^;i/)-try vy^m^^. mi^^mm^hnmz. 

^H-NMR (300MHz, CDCI3) 6 1.54 (d, 6H) , 1.78-1.98 (■, 4H) , 2.65-2.75 («, 
4H), 2.86 (t, 2H), 2.94 (s, 3H) , 3.60 (t, 3H) , 4.56 (sep, IH) , 6.40 (b 

r, IH), 6.98 (dd, IH) , 7.15-7.30 («, 3H) , 7.48 (d, IH) , 7.66 (ddd, IH) , 
7.788 (brs, IH) , 8.64 (dd, IH) 

FAB-MS (a/e) 391 (M+H)"^ 
[0 0 9 7] 

■mm 3 3 : fb-^i^ 2-20 (D^WL 

lll^ 5 tfi®|B^i?, \L Kn^t/x^;i/r^ >®f^t)»; lc4-(2-^5^;i/r^ y X 

^H-NMR (300MHz, CDCI3) 8 1.55 (d, 6H) , 1.75-2.00 (■, 4H) , 2.65-2.80 (m, 
4H), 2.92 (t, 2H), 2.96 (S, 3H), 3.64 (t, 2H) , 4.56 (sep, IH), 6.18 (brs 
, IH), 6.89 (dd, IH), 7.20 (d, 2H) , 7.31 (d, IH) , 7.40 (d, IH) , 8.52 (d. 
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2H) 

FAB-MS (m/e) 391 (M+H)"^ 

[0 0 9 8] 
MMMS 4 : it^fi^ 2-21 (D^^ 

mmmi 9mm(o:^wzj^*)m^nr^r'it^m2-6 (195 mg) ^5 «l<d\^vp 

^ ^"ei.S^^^^b^to 7i^X^Rm^W±h. B^mx^;i/T*ttffiU ^^MS::?KT' 

Th^'y-y^- {^UUit^JVh.) lCj;»;»SSbT153 its(Oit^«^ 2. - 2 1 ^%tz. 

o 

Ifl-NMR (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.6-2.0 (■, 8H) , 2.6-2.7 (m, 4H) , 

3.01 (s, 3H), 3.44 (t, 2H) , 3.75 (t, 2H) , 4.54 (m, IH) , 6.43 (bs, IH) , 

7.07 (dd, IH), 7.27 (d, IE), 7.48 (d, IH) , 7.70 (m, 2H) , 7.83 (m, 2H) 

FAB-MS (-/e) 486 (M)"^ 
[0 0 9 9] 

0 IlifeM 3 5 : ftS^^ 2 - 2 2 (D^^ 

i_(3_y 5 ^3^ntr;i/)>f ^ ^*v^->n/ (5.00 g) S:40 mL^r-fe b— M>;nc^<i? 

L, 5.03 s(Dmm.ii^m-f-V')^h.^m^yif^^\^t=-« %.b^wL(D^yVM^iyi3 

y-;i,/^;DD7^;i/A= 1/2 0) \Zii^)m^\^X^y^J)\y:^^ViJ}Vi^ 
:z.}V7^JW (9.28 g) $:#fc„ 
[0 10 0] 

^ic#e>tvfe'<>s^';i/:4-^^>5!j;i/3K-;i/r^ (1.31 g) $:2oo ■il®hp7^ 
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36 mgOTfcH-fb V J^yjV ^ M.^ip-:) < M^. 60X: iZMm LZO^MW b 

mML. 230 ngm-^ V:fU y^Jl-G-y^L J ^t/i!j}]/:^—}Vr ^ J -1,2,3 A-v^h 
) lCj:y^iigLT220 ■g©'fb^ife2 - 2 2 $:#feo 

^H-NMR (300MHz, CDCI3) 5 1.58 (d, 6H) , 1.8-2.0 (m, 4H) , 2,10 (m, 2H) , 2. 
72 (b, 4H), 3.01 (s, 3H), 3.48 (t, 2H) , 4.04 (t, 2H) , 4.58 (■, IH) , 6.30 

(bs, IH), 7.00 (s, IH), 7.05 (dd, IH) , 7.09 (s, IH) , 7.35 (d, IH) , 7.46 

(d, IH), 7.54 (s, IH) 
FAB-MS (m/e) 394 (M+H)"^ 

[0101] 
UlteMS 6 : ^^m^.- 2 3®^fig 

(7.2 bL) ^20 bL(Z) h;i/a:>{c^<gbT*?& L, 

:^^2/*;i/3K— ;i/^D y f (7.2 bl) i:h;i/x>(40 BL)®M^?if[$:i^)o < 

[0 10 2] 

is^ic. %ht\,t=.^yp)\/T^^t/ij)\^-^—n/r^ JV^ (5.40 g) S:30 BLcJDtfUi; 
>{c^«¥L, 6.33 gohS/;i/i7n y F$:i)n;li.5^K^#bfeo tKi?;^ 

i:(cj:yj©igL, (5.40 g) 

[0 10 3] 

i^V^T, #e>tlfehi/^-h (2.26 g) &15 BL®T-fe h- h y;blC^j[i?b. 654 
Bg<D3-;)i;P:*:/h-l,2,4-hy TV^-;K 1.35 bLOD h y a:^;i/r^>S:J?gr^iII 
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1/50) iz^vnmLxhvri^-jvumi^ (1.39 ng) $:#}t„ 

[0 10 4] 

^fititzhVT^J-JlU^i^ (552 mg) 5:200 mL=P:7^XnlCAtl^^ttSI. 
^?$-L> 15 ■L(DM*5^h^t: Kd:7^>, 151 mg<D:^m^tV M.r 

20 mL®^Dn3j^;i/AlC|§«?b, 75 ngCDN-f V If ;i/-6-:7 i 7 :^e/*;i/3Kn 

y_i,2,3,4-5^h^ii Kn:)!j;i//^v^-;i/$:*D;^Tl^KSn^M^tfco 

3/9 7 — 5/9 5) j;»J5|tSgL/T116 mgCD-ffc-a-i^ 2 - 2 3 $:#fco 

^H-NMR (SOOMHz, CDCI3) 8 1.56 (d, 6H) , 1.8-2.0 (m, 4H) , 2.6-2.8 (■, 4H) , 

3.13 (s, 3H), 3.30 (t, 2H) , 3.67 (t, 2H) , 4.55 (■, IH) , 7.08 (dd, IH) , 
7.33 (d, IH), 7.40 (d, IH) , 8.00 (s, IH) 
FAB-MS (-/e) 412 (M)"^ 

[0 10 5] 

3 7 : it-^S^ 2-24 

3 6 cjj(^^^T', 2-T ^ y X ^5f y -Ji<oi^t> »; IC3-T ^ ^ -i-:^n A' ; - 

^H-NMR (300MHz, CDCI3) 6 1.54 (d, 6H) , 1.7-1.9 (m, 6H) , 2.6-2.8 (■, 4H) , 
2.99 (s, 3H), 3.53 (t, 2H) , 3.62 (t, 2H) , 3.96 (b, IH) , 4.54 (m, IH) , 6 

.70 (bs, IH), 7.03 (dd, IH) , 7.30-7.40 (■, 2H) , 7.41 (d, IE) 

MS (-/e) 427 (M+H)"^ 
[0 10 6] 

UMM 3 8 : i^^m 2- 2 5 0)^^ 
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^H-NMR (300MHz, CDCI3) 6 1.56 (d, 6H) , 1.8-2.0 (m, 4H) , 2.6-2.8 (n, 4H) , 
3.09 (s, 3H), 3.10 (t, 2H), 3.69 (t, 2H) , 4.57 (a, IH) , 7.04 (s, 2H) , 7 

.11 (dd, IH), 7.34 (d, IH), 7.43 (d, IH) 

MS (m/e) 412 (M+H)"^ 
[0 10 7] 

mH^MS 9 : ^b-a-^Z -2 6©-^^ 

h-MR (300MHz, CDCI3) 6 1.56 (d, 6H) , 1.8-2.0 (m, 4H) , 2.6-2.8 (m, 4H) , 
3.09 (s, 3H), 3.34 (d, 2H) , 3.50 (br, 2H) , 3.84 (n, IH) , 4.55 (sep. , IH 

), 6.98 (dd, IH), 7.26 (d, IH) , 7.38 (d, IH) 

MS (a/e) 359 (M)"*" 
[0 10 8] 

^JSM4 0 : - 1 (D^^ 

MMM^^o^M^'V. t Kn 315^ ;i/T ^ >of^*3yic 4-015^ ;i/T^ Jzf^i J 

^H-NMR (300MHz, CDCI3) 6 1.38 (t, 3H) , 1.56 (d, 6H) , 1.60-2.00 (■, 8H) , 
2.60-2.80 («, 4H), 3.32-3.46 («, 4H) , 3.68 (t, 2H) , 4.58 (sep, IH) , 6.6 

0 (br, IH), 7.08 (dd, IH) , 7.32 (d, IH) , 7.48 (d, IH) 

FAB-MS (n/e) 372 (M+H)"^ 
[0 10 9] 

h-im (300MHz, CDCI3) 6 1.56 (d, 6H) , 1.80-2.00 (m, 4H) , 2.60-2.80 (m, 
4H), 3.48 (t, 4H), 3.78 (t, 4H) , 4.08 n(br, 2H) , 4.56 (sep, IH) , 7.06 
(dd, IH), 7.32 (d, IH), 7.40 (d, IH) , 8.28 (s, IH) 
FAB-MS {m/e) 359 (M)"^ 
[0 110] 
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2 : it-^m 3-3 <D^m 

^e-NMR (300MHz, CDCI3) 6 1.54 (d, 6H) , 1.75-2.00 (m, 4H) , 2.60-2.80 («, 
4H), 3.40 (s, 6H), 3.55-3.70 (■ 8H), 4.54 (sep, IH) , 6.94 (dd, IH) , 7. 
30 (d, le), 7.44 (d, IH) , 8.14 (br, IH) 
FAB-MS (n/e) 387 (M)"^ 
[0 111] 

h-MK (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.80-2.00 (n. 8H) , 2.60-2.80 («, 
4H), 3.40-3-50 («, 4B), 4.55 (sep, IH) , 6.14 (br, IH) , 7.04 (dd, IH) , 
7.30 (d, IH), 7.50 (d, IH) 

FAB-MS (m/e) 325 (M)"^ 
[0 112] 

^H-NMS (300MHz, CDCI3) 61.50-2.00 (m+d, 16H) , 2.60-2.80 (m, 4H) , 3.50-3 
.80 (■, 4H), 4.55 (sep, IH) , 6.15 (br, IH) , 7.04 (dd, IH) , 7.31 (d, IH) , 
7.48 (d, IH) 
FAB-MS («/e) 340 (M+H)"^ 
[0 113] 

%-NMR (300MHz, CDCI3) 8 1.55 (d, 6H) , 1.60-2.00 («, 12H) , 2.60-2.80 (■, 
4H), 3.50-3.60 («, 4H) , 4.55 (sep, IH) . 6.28 (br, IH) , 7.03 (dd, IH) , 7 
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.31 (d, IH), 7.48 (d, IH) 
FAB-MS (m/e) 353 (M)"^ 
[0 1 14] 

mm 4: 6 : ft-^#>4 - 4 

^H-NMK (200MHz, CDCI3) 6 1.50-2.00 (m+d, 14H) , 2.60-2.80 (n, 4H) , 3.45-3 
.80 (n, 4H), 4.20 (br, IH) , 4.55 (sep, IH) , 6.20 (br, IH) , 7.04 (dd, IH) 
, 7.32(d, IH), 7.40 (d, IH) 
FAB-MS (a/e) 340 (M-H)''' 
[0 115] 

;J6M4 7 : ft-a-^4 - 5 (D-^m 

mm 5fp<Dm7&x\ tKn^e/x^;i/T^> ©f^ t> y ic (s) - (+) -2- tf n u > 

h-MR (200MHz, CDCI3) 6 1.50-1.80 (m+d, 7H) , 1.80-2.00 (■, 7H) , 2.60-2. 
80 (■, 4H), 3.45-3.80 (m, 4H) , 4.20 (br, IH), 4.55 (sep, IH) , 6.20 (br, 
IH), 7.04 (dd, IH), 7.32(d, IH), 7.40 (d, IH) 
FAB-MS (a/e) 354 (M-H)"^ 
[0 116] 

;«iM4 8 : ^^m4. - 6 <D^^ 

;]66M5tfi®|B^"e, n Kn^$/x^;i/r^ >©f^t>»Jtc(R)-(-)-2-tf n U 

h-MR (200MHz, CDCI3) 6 1.50-1.80 (m+d, 7H) , 1.80-2.00 (a, 7H) , 2.60-2. 
80 (a, 4H), 3.45-3.80 (a, 4H) , 4.20 (br, IH) , 4.55 (sep, IH) , 6.70 (br, 
IH), 7.05 (dd, IH), 7.32(d, IH) , 7.41 (d, IH) 
FAB-MS (a/e) 354 (M-H)"*" 
[0 117] 

mm 4: 9 : jt^m4: - 7 ©-^^ 



ailiE# 2000-3047112 






#^ 1 1-20022 8^ 

h-Hm (300MHz, CDCI3) 6 1.50-1.80 (m+d, 8H) , 1.80-2.00 (m, 6H) , 2.60-2. 
80 (b, 4H), 3.10-3.20 (m, 2H) , 3.80-4.00 (m, 3H) , 4.55 (sep, IH) , 6.34 ( 
br, IH), 6.99 (dd, IB), 7.32(d, IH) , 7.41 (d, IH) 
FAB-MS (m/e) 355 (M)"^ 
[0 118] 

mm 5 0 : f(:-&«^4 - 8 

h-MR (300MHz, CDClg) 6 1.50-1.80 (m+d, 8H) , 1.80-2.00 (m, 6H) , 2.60-2. 
80 («, 4H), 3.30-3.50 («, 3H) , 3.39 (dd, 2H) , 3.57 (m, IH) , 4.54 (sep, 1 
H), 6.34 (br, IH) , 6.99 (dd, IH) , 7.32(d, IH) , 7.41 (d, IH) 
FAB-MS (m/e) 354 (M-H)"^ 
[0 119] 

Mm 5 1 : ft^^4 - 9 (D^^ 

^H-NMR (300MHz, CDCI3) 6 1.50-1.80 (m+d, 12H) , 1.80-2.00 (m, 4H) , 2.60-2 
.80 (m, 4H), 2.80-3.00 (m, IH) , 3.58 (dd, IH) , 3.92 («, 2H), 4.30-4.40 ( 
br, IH), 4.54 (sep, IH) , 6.98 (dd, IH) , 7.29(d, IH) , 7.35 (d, IH) 
FAB-MS (m/e) 369 (M)"^ 
[0 12 0] 

mm 5 2 ; it-^m^: - 1 o o^m 

%-NMR (300MHz, CDCI3) 6 1.50-1.80 (m, IIH) , 1.80-2.00 (m, 4H) , 2.60-2.8 
0 (■, 4H), 3.35-3.50 (m, 2H) , 3.50-3.62 (m, 4H) , 4.55 (sep, 1H),6.60 (br 
, IH), 7.02 (dd, IH), 7.31 (d, IH) , 7.41 (d, IH) 
FAB-MS (m/e) 369 (M)"^ 
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[0 12 1] 

mm 5 3 : - 1 1 

;i'$:Mv>, ^ttHJSM 5 t incite -a-ffet fee 

^H-NMR (200MHz, CDCI3) 6 1.50-2.00 (m+d, 18H) , 2.60-2.80 (m+t, 6H) , 3. 
50-4.00 (■, 3H), 4.58 (n, 2H) , 6.85 (br, IB), 7.06 (dd, IH) , 7.36(d, IH) 
, 7.40 (d, IH) 
FAB-MS ("/e) 384 (M)"^ 
[0 12 2] 

mm 5 4 : ft-^^4 - 1 2 (D-^m 

^H-NMR (200MHz, CDCI3) 6 1.20-2.00 (n+d, 17H) , 2.60-2.80 (n+t. 6H) , 3. 
70-4.00 (n, 2H), 4.00-4.20 (m, 2H) , 4.56 (sep, IH) , 6.45 (br, IH) , 7.06 
(dd, IH), 7.36(d, IH), 7.40 (d, IH) 
FAB-MS (-/e) 384 (M+H)"^ 
[0 12 3] 

mm 5 5 : it-^^^ - 1 3 (D-a-^ 

^H-NMR (300MHz, CDCI3) 6 1.45-2.00 (d, 20H) , 2.45-2.60 (m, 5H) , 2.66 (t, 
2H), 2.72 (t, 2H), 2.86 (ddd, 2H) , 4.15 (ddd, 2H) , 4.55 (sep, IH) , 6.34 
(br, IH), 6.99 (dd, IH) , 7.31 (d, IH) , 7.41 (d, IH) 

FAB-MS (a/e) 423 (M+H)"^ 
[0 12 4] 

mm 5 6 : it-^m^ -14 ©-a-^ 

JgM5tf>(Dia3^T% fc: Kn=2|rt/X5^;i/T^ >®f^t>y lC5=-ryU t^'>S:Mv\ 

\-i.mmm 5 n nmz.^^ l f=.. 

H-mSL (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.80-2.00 (m, 4H) , 2.60-2.80 (m. 
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4H), 3.11 (t, 2H), 3.79 (t. 2H) , 4.55 (sep, IH) , 4.58 (s, 2H) , 6.25 (b 
r, IH), 7.02 (dd, IH) , 7.32(d, IH) , 7.44 

(d, IH) 
FAB-MS (n/e) 343 (M)"^ 
[0 12 5] 

mm 5 7 : it^^4: - 1 5 (D^^ 

Ifl-NMR (300MHz, dmso-dg) 6 1.48 (d, 6H) , 1.80-2.00 (m, 4H) , 2.54-2.60 (m 
, 6H), 2.70-2.75 (b, 2H ), 3.70-3.75 («, 4H) , 4.55 (sep, IH) , 7.04 (dd. 
IH), 7.33 (d, IH), 7.38 (d, IH) , 8.29 (s, IH) 
FAB-MS (m/e) 357 (M)"^ 
[0 12 6] 

5 8 : it'^l^^. - 1 6 (O^^ 

Ifl-NMR (300MHZ, CXI3) 6 1.21 (d, 6H) . 1.55 (d, 6H) , 1.80-2.00 («, 4H) , 
2.60-2.80 (■, 4H). 3.30-3.50 («, 2H) , 3.64 (d, IH) , 3.65 (d, IH) , 4.56 ( 
sep, IH), 6.40 (br, IH) , 7.06 (dd, IH), 7.34(d. IH) , 7.41 (d, IH) 
FAB-MS (-/e) 368 (M-H)"^ 
[0 12 7] 

mm 5 9 : it^^4: - 1 7 <D^^ 

Ifi-NMR (300MHZ, d«so-dg) 6 1.50-1.75 (m+d, 8H) , 1.75-2.00 (m, 4H) , 2.33 
(br, IH), 2.60-2.75 (■, 5H) , 2.80-3.04 («, IH ), 3.45-3.60 (-, 2H) , 3.65 
-3.90 (-, 5H). 4.55 (sep, IH) , 6.64 (br. IH), 6.99 (dd, IH) , 7.31 (d, IH 

), 7.39 (d, IH) 
FAB-MS (-/e) 385 (M)"^ 
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[0 12 8] 

Mm 6 0 : it^S^A - 1 8 

VnMR (300MHz, CDCI3) 6 1.55 (d, 6H), 1.80-2.00 («, 4H), 2.60-2.80 (., 
4H), 2.92 (t, 4H ), 3.48 (t, 4H) , 4.55 (sep, IH) , 6.35 (br, IH) , 7.00 (d 
d, IH), 7.31 (d, IH), 7.42 (d, IH) 
FAB-MS (n/e) 341 (M+H)"^ 
[0 12 9] 

6 1 : f t-a-^ 4 - 1 9 CD-^j^ 

%-NMR (300MHz, CDCI3) 6 1.55 (d, 6H) , 1.80-2.00 (m, 4H) , 2.37 (s, 3H), 
2.51 (t, 4H), 2-60-2.80 (a, 4H) , 3.55 (t. 4H ), 4.55 (sep, IH) , 6.32 (br 
, IH), 6.99 (dd, IH), 7.31 (d, IH) , 7.41 (d, IH) 
FAB-MS (m/e) 354 (M)"^ 
[0 13 0] 

Mm 6 2 : it^mA - 2 0 0-^^ 

5 tfKDIHj^T, t Kn^i/a:5^;i/T^>CDf^t)ytCl-(2-true;>Vl/)lf^9 

^H-NMB (300MHZ, CDCI3) 6 1.56 (d, 6H) , 1.80-2.00 (b, 4H) , 2.60-2.80 (■, 
4H), 3.66 (br, 8H ), 4.56 (sep, IH) , 6.35 (br, IH) , 6.60-6.70 (a, 2B),7. 
03 (dd, IH), 7.33 (d, IH), 7.44 (d, IH) , 7.52 (ddd, IH) . 8.21 (dd, IH) 
FAB-MS (-/e) 418 (M+H)"^ 
[0 13 1] 

'Mm 6 3 ; 'fb^%4 - 2 1 O)^^ 

5 tfJOgB«Et?, Kn^^a:^;i/T^:ycDf^t)»JCl-(2-lfy ^ 

VnMR (300MHz, CDCI3) 6 1.56 (d. 6H) , 1.80-2.00 (., 4H) , 2.60-2.80 (■, 
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4H), 3.61 (t, 4H ), 3.93 (t, 4H) , 4.56 (sep, IH) , 6.55 (t, IH) , 7.03 (dd 
, IH), 7.33 (d, IH), 7.44 (d, IH) , 8.35 (d, 2H) 
FAB-MS (m/e) 418 (M)"*" 
[0 13 2] 

MMM 6 4 : it^m^ - 2 2 <D^m 

N-Z-X^7-;i/T^> (1.57 g) i:N-Boc-bf/<^S;> (0.93 g) $:50 BLCT-fe 

hnhu;i/ic^«?b, 1.39 gOj^m^u-^A^rinx., 5 OIC^ 5 ^Km#bfeo 

ff}\,f;U^Vf'yy^- ('v^iJ-^/it^^:^ ^1^=7/3) T-l^^b, 1.33 g® 
N-Z-(N-Boc-lf/<^ V y )x^;i/T ^ > $:#feo 
[0 13 3] 

#P,nfeN-Z-(N-Boc-lf/<^i^V)x^;i/T^> (1.33 g) &5 ■L(Z)t;?:4-=^riJ->lC 

:!K5SS?:^-bU'>-^'^'^^l^^ MffirtCTtiilib, 610 mg(Z)N-z-x^;i/T^>S:# 
[0 13 4] 

#p>tLfcN-z-x5^;vT^> (610 «g) i:||J6M3a)^^T-^feN-f y:;^Dt^;i/-6 

-7xy^>>7?j;i^JKx;i/T^/-l,2,3,4-5^h^t KD:ij;wl!/-;i/ (810 »g) S: 
Z ri\(jyV';nXli^^y\Z.m'mh> 232 i»g® h U X5^;i/T5 3mL©T-febXh 

(/s:i^i?->/if^x5^;b=3/7) T'jftisjb, 0.53 g®N->ryyDfcr;i/-6 

- (2- (N-z-T ^ y ) x^ ;i/) If ^ U ^ e^V :ij ;v jJ<x;b r ^ -1 » 2 ,3,4-5^ h ^ t K n 

[0 13 5] 
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±IB'e#e)tlfe*;i/A^/-;i/M#^ (258 Bg) S:20 nLO :^ ^ J - JHzmML. 5 

>f- (^□n3jN;i/A/^^y-;i/= 8/2-7/3) T'5W|gLri20 Bgc?)N->f y 

:/nfcf;i/-6-(2-r$ >^X5^ A) tr/^y^S;?y^;i/3K:^;i,r^ 7-1,2,3,4-5=- h^t 
[0 13 6] 

#e>tifcr^>'ft: (100 mg) S:^:>'^Dn^^>{c^j!gL, 55 mgo^f V3/'ntf;i/ 

16 ■ig®fl:-^%4 - 2 2 

VnMR (300MHz, CDCI3) 6 1.37 (d, 6H) , 1.56 (d, 6H) , 1.80-2.00 (m, 4H) , 
2.45 (t, 4H). 2.51 (t, 2H) , 2.60-2,80 (■, 4H) , 3.18 (t, 2H ), 3.46 (t, 

4B), 4.56 (sep, IH) , 4.86 (br, IH), 6.50 (br, IH), 7.01 (dd, IH), 7.30 ( 

d, IH), 7.41 (d, IH) 

FAB-MS (a/e) 489 (M)* 
[0 13 7] 

6 5 : it^m 5-1 ©-^^ . 

J^^fcT>^— «i7A(i.27 g)^24 n\oii^\z^Mh. 240 mi®-f v tr;i/r;i/zr 

• :tzf ' >r^i3}\^ ' r^>( -u. 833M (1924) (o-fsmzx ynig 

bfe6-nhD-l,2,3,4-r Kn:ij;i/Ay-;i/ (lo.o g) S:inAT5^|^M^ 
. ^^^^72 uKDy^h'^iil^uy^yizmML. 5.66 g® h U x^;i/r ^ 5 

.83 g®^;i/3iNy J u V Ki:15 ml(D9- h^t \^ U y ^ y (DU-^^Wl 
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[0 13 8] 

-;K503 ■g)S:8 ■il®i;^5";i//Jx;i/AT^ Flc^fifb, 414 ■g®7K^fb:«7 U '^^A 

h-nm (300MHz, CDClg) Sl.80-2.00 (m, 4H) , 2.62-2.75 (m, 4H) , 3.48 (t, 

4H), 3.60 (s, 3H), 3.75 (t, 4H) , 6.35 (br, IH) , 7.04 (dd, IH) , 7.16 (d, 
IH), 7.45 (d, IH) 
FAB-MS (m/e) 313 (M)"^ 
[0 13 9] 

6 6 : ^fc-ir^ 5-2 <D^^ 

5'r#^4x:t6-^;i/jM> J ;pr^ 7-1,2,3,4-5^ h^t Kn A 

^UU^^y/WM:^^J^= I) T'WiSL/, 138 ing(Z)^b-^%5 - 2 
%-NMR (300MH2, CDCI3) 8 1.30 (t, 3H) , 1.8-2.0 (m, 4H) , 2.62-2.80 (m, 4H 
), 3.46 (t, 4H), 3.73 (t, 4H) , 4.04 (q, 2H) , 6.40 (brs, IH) , 7.03 (dd, 1 
H), 7.17 (d, IH), 7.43 (d, IH) 
FAB-MS (■/e) 328 (M+H)"^ 
[0 14 0] 
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Mm 6 7 : ^b-^ifef 5-3 (O^^ 

mm 6 6 tmmiz^^btcio 

h-MR (300MHz, CDCI3) 6 0.92 (t, 3H) , 1.76 (m, 2H) , 1.80-2.00 (m, 4H) , 
2.60-2.70 (■, 4H), 3.47 (t, 4H) , 3.74 (t, 4H) , 3.94 (t, 2H) , 6.33 (br, 1 
H), 7.02 (dd, IH), 7.17 (d, IH), 7.43 (d, IH) 
FAB-MS (n/e) 341 (M)"^ 
[0 14 1] 

Mm 6 8 : V^^m 5-4 (D^m 

;igM2 7?#e>tifcN->r y >^ntr;i/-6-T^ / -1,2,3,4-5^ h^ t: y^uij;v/i\r- 

;i/ (2.28 g) , 1.80 g®4-^;i/3jxU y ;5j;i/7i?:^;i/^'D^>f K, 1.20 gCDhUx^ 

^nn;tt?>/B^^x^;i/= 8/2) xmmvt:^^. y -;^*^e>S^^S:f? 

V\ 1.30 s<Dit^i^5-4^mt:Lo 

^H-NMR (300MHz, CDCI3) 61.55 (d, 6H) , 1.80-2.00 (n, 4H) , 2.62-2.75 («, 
4H), 3.48 (t, 4H), 3.75 (t, 4H) , 4.55 (sep. IH) , 6.27 (br, IH) , 7.00 (dd 
, IH), 7.32 (d, IH), 7.41 (d, IH) 
FAB-MS (m/e) 341 (M)"^ 
[0 14 2] 

mm 6 9 : 5-5 ©-^^ 

Mmz. 6 8tCLfe*^ori^«lC-^^bfeo 
^H-NMR (300MHz, CDCI3) 6 0.93 (t, 3H) , 1.34 (m, 2H) , 1.69 (m, 2H) , 1.80- 
2.00 (■, 4H), 2.68 (■, 4H) , 3.48 (t, 4H), 3.75 (t, 4H) , 3.97 (t, 2H) , 6. 
29 (brs, IH), 7.02 (dd, IH) , 7.16 (d, IH) , 7.43 (d, IH) 
FAB-MS (n/e) 355 (M)"^ 
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[0 14 3] 

MM 7 0 : ^b-^^ 5-6 

h-MR (300MHz, CDCI3) 60.90 (d, 6H) , 1.80-2.00 (m, 4H) , 2.15 (sep. , IH 
), 2.68 (t, 4H), 3.47 (t, 4H) , 3,71-3.77 (m, 6H) , 6.31 (brs, IH) , 7.02 ( 
dd, IH), 7.15 (d, IH), 7.43 (d, IH) 
FAB-MS ("/e) 355 (M)"^ 
[0 14 4] 

Mm 7 1 : ^t^m 5-7 o-^^ 

^H-NMR (300MHz, CDCI3) 8 0.25-0.35 (m, 2H) , 0.45-0.55 (■, 2H) , 1.10-1.25 
(m, IH), 1.80-2.00 (■, 4H) , 2.60-2.75 (m, 4H) , 3.48 (t, 4H) , 3.74 (t, 4 
H), 3.89 (d, 2H), 6.30 (brs. IH) , 7.03 (dd, IH) , 7.20 (d, IH) , 7.43 (d, 
IH) 

FAB-MS (m/e) 353 (M)"^ 
[0 14 5] 

Mm 7 2 : ^t^m 5-8 <D^^ 

^H-NMR (300MHz, CDCI3) 81.80-2.00 («, 4H) , 2.60-2.80 (n, 4H) , 3.28 (s, 
3H), 3.48 (t, 4H), 3.60 (t, 2H) , 3.74 (t, 4H) , 4.16 (t, 2H) , 6.35 (br, 1 
H), 7.03 (dd, IH), 7.18 (d, IH) , 7.43 (d, IH) 
FAB-MS (-/e) 357 (M)"^ 
[0 14 6] 

Mm 7 3 : -fb-^^ 5-9 (D^m 

Mm 6 6 nmm^^^Lt^^o 
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^H-NMR (300MHz, CDCI3) 6 1.80-2.00 (m, 4H) , 2.60-2.80 (m, 4H) , 3,50 (t, 
4H), 3.77 (t, 4H), 3.91 (t, 2H) , 4.19 (t, 2H) , 6.42 (brs, IH) , 7.05 (dd, 

IH), 7.14 (d, IH), 7.48 (d, IH) 
FAB-MS (B/e) 343 (M)"^ 

[0 14 7] 
MMm 7 4 : 5-10 <D^^ 

h-MR (300MHz, CDCI3) 6 1.75-2.10 (m, 4H) , 2.55-2.80 (m, 4H) , 3.48 (t, 
4H), 3.76 (t, 4H), 4.87 (s, 2H) , 6.34 (brs, IE), 7.10 (dd, IH) , 7.19 (d, 

IH), 7.53 (d, IH) 
FAB-MS (M/e) 338 (M)"^ 

[0 14 8] 

mmm 7 5 : it^m 5-11 ©-^^ 

MMMG 5T'#e>nfe6-^;i//}xU y ;i/T^ y -1,2, 3,4-7^ h^n Kn:* 

;i/7iv^-;K503 ■g){c5 »L<D^yi<.mm^lM^. 3 o^m^Whtc^. hVyji^yt 

o 

^H-NMR (300MHz, CDCI3) 6 1,80-2.00 (m, 4H) , 2.62 (t, 2H) , 2.65 (s, 3H) , 

2.97 (t, 2H), 3.50 (t, 4H) , 3.75 (t, 4H) , 6.45 (brs, IH) , 7.05 (dd, Ifl) , 

7.58 (d, IH), 7.95 (d, IH) 
FAB-MS (m/e) 342 (M+H)"^ 

[0 14 9] 

. 833H (1924) ®:&^6{CliC"r3-:A^;i/-6-:^ h □-1,2,3,4-7^ h ^ t F 
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^H-NMR (300MHz, CDCI3) 6 1.10 (d, 3H) , 1.54 (d, 3H) , 1.56 (d, 3H) , 1.50- 
1.70 (■, IH), 1.80-2.00 (m, 2H) , 2.20-2.30 (m, IH) , 2.70-2.90 (■, 3H) , 3 
.47 (t, 4H), 3.74 (t, 4H) , 4.55 (sep. , IH) 6.31 (br, IH) . 6.99 (dd, IH) , 

7.32 (d, IH), 7.40 (d, IH) 
FAB-MS (M/e) 355 (M)"^ 

[0 15 0] 

7 7 : 6-2 <D^^ 

h-MR (300MHz, CDCI3) 6 1.54 (d, 3H) , 1.56 (d, 3H) , 1.90-2.05 (a, IH) , 
2.10-2.30 («, IH), 2.64 (dd, IH) , 2.80 (ddd, IE), 2.86 (ddd, IH) , 3.08 

(dd, IH), 3.44 (s, 3H), 3.50 (t, 4H) , 3.68-3.80 (n, IH) , 3.75 (t, 4H) , 4 

.55 (Sep., IH) 6.31 (br, IH) , 6.99 (dd, IH) , 7.32 (d, IH) , 7.44 (d, IH) 

FAB-MS (-/e) 371 (M)"^ 
[0 15 1] 

mH^m 7 8 : it-^^ 7-1 <D^^ 

M (1 9 2 4) ©^^»cr2-:^hD-^^-9-iiKn->^a/<>^y [b]>f>K- 

;i/&^ssb, i^v^T, njfeMi, %mmi^ m^m^,^ ^ i t^^isM 1 9 1 

lcLT'fb-&#7- 1 $:-^^bfc. 

^H-NMR (300MHz, CDCI3) 6 1.49 (d, 6H) , 1.60-1.80 (», 6H) , 2.49-2.60 (m, 
2H), 2.78 (t, 2H), 2.97 (t, 2H) , 3.03 (s, 3H) , 3.45 (t, 2H), 3.74 (t, 2 
H), 4.61 (sep. IH), 6.51 (br, IH) , 7.05 (dd, IH) , 7.22 (d, IH) , 7.47 (d, 

IH) 

FAB-MS (B/e) 344 (M+H)"^ 
[0 15 2] 
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^t/^—rjl' i^-f' ^^iJJl' V^^yr^f -U. 8 3 3 

H (1 9 2 4) cD*^lcliDT2-:^hn-/\^1Mi Fni/^n^>^:/ [b]>f > K- 

^v^T. mmmi. mmm^^ mmmz. iQi^nmrnrnz i^nm 

h-MR (300MHz, CDCI3) 6 1.47 (d, 6H) , 2.50 (m, 2H) , 2.76 (t, 2H) , 2.94 
(t, 2H), 3.00 (s, 3H), 3.18 (t, 2H) , 3.87 (t, 2H), 4.59 (sep. IH), 7.03 
(dd, IH), 7.19 (d, IB), 7.19-7.28 (m, 2H) , 7.47 (d, IH) , 7.69 (ddd, IH) , 

8.61 (ddd, IH) 
FAB-MS ("/e) 377 (M+H)"^ 

[0 15 3] 



;J6M8 0 : it^mi- 3 ©-^^ 



-m. 8 3 3 




(1 9 2 4) <D:&mi^mi^X2-—hu-^^'t)-h: }^ui/^u^yv [b]>f > K- 

)v^mmv. i^v^T, mmmi. mmmz^ mmms. i5j:xfmmm3 znmm 

^H-NMR (300MHz, CDCI3) 61.47 (d, 6H) , 2.51 (m, 2H) , 2.76 (t, 2H) , 2.90- 
2.97 (■, 7H), 2.97 (s, 3H) , 3.65 (t, 2H) , 4.59 (sep. IH) , 6.16 (br, IH) , 

6.96 (dd, IH), 7.18-7.22 (■, 3H) , 7.42 (d, IH) , 8.53 (■, IH) 
FAB-MS (B/e) 377 (M+H)"^ 

[0154] 

mmsi : fb^#j 7 - 4 ©-a-^ 

. y^~f . jy^itjJV ' y-9->f T-r-r -IS, 8 3 3 
(1 9 2 4) ®:3^^(ClpDT2-nhD-/\dr-9-ll }^Ut/i7n^yy [b]>f > F- 

;i/S:MigL, i^vNT, ^mmi. mmm2. mmms> ^^x:^mmm6 8 nmm 

^H-NMR (300MHz, CDCI3) 6 1.50 (d, 6H) , 2.53 (m, 2H) , 2.68 (t, 2H) , 2.98 
(t, 2H), 3.52 (t, 4H), 3.78 (t, 4H) , 4.65 (sep. IH) , 6.37 (br, IH) , 7.02 
(dd, IH), 7.24 (d, IH) , 7.45 (d, IH) 
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FAB-MS (n/e) 327 (M)"^ 
[0 15 5] 

^mm 8 2 : ^t^m s-i 

S/^ n'N^i?' J yf)^^V^~i-Ji/ • ytzf • ^^itj)v • v-9->f Tt^w -IS> 8 3 3 
M (1 9 2 4) 0^^felc^CT2-^bn-/\^-9-t Fnj/^n/\::^^y [b]>f >K- 

ji^mmiy^ i^v^T, iijgMi, iiJgM2, isj^xfmmmi 9 nmm 

VnMR (300MHz, CDCI3) 6 1.50-2.00 (m+d, IBH) , 2.60-2.70 (■, 2H) , 2.85-3 
.00 (■, 2H), 3.02 (s, 3H), 3.42 (t, 2H) , 3.72 (t, 2H) , 4.68 (sep., IH) , 
6.47 (br, IH), 6.99 (dd, IH) , 7.29 (d, IH) , 7.48 (d, IH) 
FAB-MS (M/e) 371 (M)"^ 
[0 15 6] 

8 3 : it^m 8-2 (D^^ 

K (1 9 24) ©:&^icl|iDT2-zibD-^^iJ-t Kni/^^n^::^^^ [b]^>K- 

^V^T, HJfeMl, IIJ6M2, feJ:tK||]!iM3 1 

IC b T^b-^^fe 8 - 2 Sr-a-^ L fco 

^H-NMR (300MHz, CDCI3) 6 1.57 (d, 6H) , 1.60-1.80 (m, 6H) , 2.75-2.79 (■, 
2H), 2.86-2.90 (■, 2H) , 2.97 (s, 3H) , 3.14 (t, 2H) , 3.85 (t, 2H) , 4.68 ( 
sep. IH), 7.01 (dd, IH), 7.17 (dd, IH) , 7.18 (d, 2H) , 7.29 (d, IH) , 7.51 

(d, IH), 7.62 (ddd, IH) , 7.79 (br, IH) , 8.63 (ddd, IH) 
FAB-MS (a/e) 404 (M)"^ 

[0 15 7] 

8 4 : 8-3 O^m. 

K (1 9 24) (Z):&^lc2iCT2-n t: y^Wy f7xi^-:fv [b]>f > F- 

;i/5:illSib, ^v>T, HJfeMl. HJiMS, j; tKHliM 3 2 i: 

IC UTfb-^^fe 8 - 3 

^H-NMR (300MHz, CDCI3) 61.57 (d, 3H) , 1.60-2.00 (■, 6H) , 2.75-2.79 (b, 
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2H), 2.87-2.95 («, 4H) , 2.97 (s, 3H) , 3.65 (t, 2H) , 4.69 (sep, IH) , 6.17 
(brs, IH), 6.94 (dd, IH) , 7.19 (dd, 2H) , 7.30 (d, IH) , 7.44 (d, IH) , 8. 

53 (dd, 2H) 

FAB-MS (B/e) 404 (M)"^ 
[0 15 8] 

mum 8 5 : fb-^^ 8-4 (D^m 

t/^U^^'*)-jy1)^^P^—r)\y ' i^-f ' • ViJ-'f -U. 8 3 3 

K (1 9 2 4) (D:^mizmcx2--hu-^^-^ii \^u>y^u^:fv [b]>r> K- 

jitimmi^^ i^v>T. mmmi. mmmz. mmms. ^ ^xj^mmm e & tmm 

^H-NMR (300MH2, CDCI3) 61.60 (d, 6H) , 1.70-1.95 (m, 6H) , 2.76-2.84 (n, 
2H), 2.88-2.96 (m, 2H) , 3.50 (t, 4H) , 3.76 (t, 4H) , 4.74 (sep. IH) , 6.3 

3 (br, IH), 6.98 (dd, IB), 7.34 (d, IH) , 7.47 (d, IH) 

FAB-MS (B/e) 355 (M)"^ 
[0 15 9] 

Mm 8 6 : it^^2- 1 8 omm^o^mm 
(Dmkm.^nt^^ 'fi:-^#>2-2o, 'ffc-^«fe2-2i, it^my-z. 'ffc-&7-3 

[0 16 0] 

\lhY5^^i^mBlF-<DmMit. -e©cDNAI23l?rj[:^;>f^^- (Nature), 382^, 168 
M (1996^) ]S:S{C, PCR^{Cj:y»^d^»T;i^it#ib, ^3^/<^ ^ -pcDNA3lC 
0»iitfZ:^lCi: yff ofe. ABI PRISM Dye Terminatior Kit (PERKIN ELMER^fc 

7^. /t:3|r3.n'?>f ;PX|§3^^^>y h(Life Technokogies:^:) 5:MVnT. b: hY5i! 
-g^-^r-^tfffiSIX-C^^r^V^^SrMSSL/High FiveSdt*IHIl&Ci^^^*'5 CI i: J: 
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[0 16 1] 



J: y^^L feigns ^^^fc-^^dO/itM) 
S^tF^H-NPY (amer Shan Pharmacia biotech^ii) t.t%lZ. 7v±^f^WWi (1 
mMj^-fl:"7^:^S/'^A, 2 mH^itiJ/Vi/^A^ 0.25 mg/mLAS/ h ^ lO/ng/n 
LU'T'^y^^^, lj[tg/mLx/<^5' h>B, n^J&^T;!/:/^ > ?:-^tf50 mM HEPES 



Pf 



[0 16 2] 
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[0 16 3] 

KyhA}l\^it--)VmWr (50 mg/kg|g|^|^^lll^-§i) , SlttSD^-zh (6-7ii 

^, 150-250 5) <Di^mmmzm^^m&mzmjiis>( \^ij-=L-u (^@o.5 

mm, 1^^0.4 BID, :RS4 mm) ^rffALT, ^i^">t?®^l^^o **>f K:* 

- rt- l/®5feaSff©fegl±bregmaJ: y^^O.8 mm, iEtf'^ i *J #:£l-1.5 mm, flg^ 

[x -a.-U'^:^^ KY (rNPY, 300 pmo 1 /head/5 /t 1) S:fi!lllK^lC^-^ b fee Wi^ 
fe, rWYAtf^WL^it-^^ltn DMS0$:-g-tf25%^ ^ 7 -;i/?§?R{C|§fi¥LTlg-^bfc 
[0 16 4] 

[^g!©^mi 

^^W^-jK^^lCDT'^^tiS^b-^^li, NPY*^gB-§^-rS5^J», #ICNPY/ 

ikmi^m. o-^m^ x/vti^/u, 5fii*^if®«tt5^ii> mm&. mmm. ^ni/ 
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mm] 




(I) 



1 
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n 



99220M 



000006091 



100096219 



100092635 



[#ai±] 



100095843 



:7i\ 



[^m-^m^^] 038357 



4,600H 



1 
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11^ l|200228# 
50000302360 

/hW ME 2 14 3 

5p^l2^ 5^150 



mmA^mA} 
mwmm 



000006091 
100096219 

*^tPti:*:K^^l - 5-5 KRFfcf;i/5 
100092635 

mj^tP^i^K^^ 1 - 5 - 5 KRFl:f;V5 



100095843 

m^fP tf»^KjK^ 1-5-5 KRFlf>n/5 



1 
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